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(57) Abstract 

Compounds having an antitumor activity and causing no morphological change in cells. Compounds of general formula (I), 
pharmaceutical ly acceptable salts of them and solvates thereof, and medicinal compositions containing the same. In formula (l), X and Z 
represent each CH or N; R 1 " 3 represent each H, optionally substituted alkoxy, etc.; R 4 represents H; R 5 " 8 represent each H, halogeno, alkyl, 
alkoxy, alkylthio, nitro or amino, provided that all of R 5 " 8 do not represent H simultaneously; R 9 and R 10 represent each H, alkyl or 
alkylcarbonyl; and R 11 represents alkyl, alkenyl, alkynyl or aralkyl. 
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117. N-{2-7DD-4- [(6, 7-v 5 ^ h + y-4-+t , / l J^W :t 
119. N — (2-^nn-4 - {[6-^h^5>-7-(3 -^E;i/*U 7 7°P^ 
13 5. N — (2 - 7 an- 4 - {[6 h^>- 7 - ( 3 - tf ^ U / 7" U 

142. N — (2-^DD-4- {[6 h^~>- 7 - ( 3 — tf U ~J)V* h^r 
is) -4- + 7UJ^+y) 7i-JW — N ' -ZfU \d)l7 VT, 

143. N — (2-70D-4- {[6-*h*->-7 - ( 4 - t: V i?Jl * h * 
-» -4- + y'J;^y} 7iUW — N ' -7o hf;U^7 1/7, 

144. N- (2-^PD-4- {[6-/h + x-7- (2-WJ/Ih 
+ x) -4- + /^^/} 7i-W — N ' ~7°u \L)V7 UY, 

145. N-[2-7Pn-4-(6-^h4 : y-7- {[2- (1H-1, 2, 
3 - h V7V-)V- 1 Ih^y]-4- + ;'JJH t^y)7i^]- 
N* ~7°U \dJUuU7. 

146. N-[2-7DD-4- (7- {[2- ( 1 H - 1 - -f 5 U JU) Xh 
+ 6 h^->- 4 U;H ^y)7x-^]-N' -yolfjWI/ 
7, 

148. N — [2-?DO-4- (6-^h^5>-7 - {[2 - (4- 

ih + y] -4-+;ujh 7jl~)V] -n' -yptr;i/->L^ 

7, 

149. N- (2-yDD-4- {[7 - (2-t FD^ylh + y) - 6 - ^ 
h + y-4- + ;U;^y) 7 x.~)l) — N ' - 7 D \i)V^7 UT , 
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151. N — (2-^PD-4- {[6-^h=^-7- 

- 4 U;^*^} 7x.-)l) — N ' - :7°P tf;P^ UX, 

152. N-[2-^DD-4 - (6-^H^->-7- {[3- (4- *^)V¥^ 

7. 

153. N-[2 -^nn-4- (6-*h^~>-7- {[3- (1H-1, 2, 

3- bV7V-)V-l ~r;i0 7°D^y]-4- + ;u;i,j 7i-^] 
-N' -7o if;pi7l/7, 

157. N— {2-^PP-4-[ (7 - {3-[ (2-th'D + yX^) 

— n ' -yp t?;i^i/7\ 

159. N — {2-^DD-4-[(6-/h^y-7 - {[5 - (1H-1, 2, 
3 - h 'J7 7-;i/- 1 -<)V) ^>^)l]-**is} -4-*yiJJl) t^y]7i 

160. N-[2-^OD-4- (7- {[4- (lH-l-'fS^/'JJl/) X* h 

+ y]-6-/h^y-4- + yu;i/} 7i^]-N' -7°nhf;i/^i/ 

162. N — (2-^7DO-4- {[6-^h^>-7- (2-WJ/Xh 
- 4 -)V]*3ri/} 7 x.-)l) — N ' - (2, 4-y7MD 

7i3) >7l/7, 

163. N — (2-^OD-4- {[6-^h^x-7- (3-tM'J/7"n 
-4-+tV'U^]^y} 7x-;W — N ' - (2, 4-/7JW 

□ 7xZJl/) ^U-7\ 

164. N-[2-^nn-4- (6-^h^>-7- {[3- (4-^^;UfcT^ 
^'>V) yD^y]-4-^t7Ui:JH 7x-Jl/]-N' -(2,4 
-y'7MD7xZiW ^7k7> 

165. N- {2-^PP-4-[ (7 - { 3 -[ (2 - t Fo^ylf^) (;* 
757]7°U^y} - 6 h^^>- 4 -^^-V'J t+y]7x~ 

;H — N ' - (2, 4 -y7MD7x~Jl/) >7l/7, 
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168. N- (2-^PD-4- {[6 -j* h^v- 7 - (3 -^UyT'D 
zf^x) -4- + ;UJ^->} 7x-JW -N' - (2, 4-y7MD7 

169. N- (2-^OD-4- {[6 h*^- 7 - ( 3 - fcf U >>;M N^r 
i» -4-^yuil/]^y} y^-Jl) — N ' - (2, 4-y7J^D7ir 
;!/) ^7 1/7, 

170. N-[2-^nn-4- (6-*h + ^-7- {[2- (1H-1, 2, 3~ 

hUT^-i — r;w ih+'>]-4-+yij;n ^v-) 7i-;i/]-N' 

- (2, 4-y7MD7x-JW "71/J, 

1 8 4. N — (2-^7PP-4 - {[6 h^->- 7 - (3-^iJy7 7°n# 

18 5. N — (2-^7PP-4 - {[6-^h^->-7 - (3-(f<Uy/7°n# 

1 8 6. N - (2-7DO-4-([6-/h + y-7 - (4-hfU 
-4-^/'j;i/] ^->} — N ' -.(2, 4-y7MO7iZJ0 

^1/7, 

6 2. N — (2-70D-4 - [(6, 7-yy h + y-4-+t > /'J^) ^ 
->] 7i^JH — N ' -y°a ¥)l*yU7, 

142. N- (2-^PP-4- {[6 - * h=¥zy- 7 - (3 - ¥ ] J i?)l<* b=¥ 
-» -4- + /'JJl/]t+y) 7i-JW — N ' -y°U \±)ly UT. &&T$ 
169. N — (2-7DD-4- {[6 h3^>- 7 - ( 3 - tf U V))/* Y^r 
~» -4- + ;UJP]t+y) 7xZJl/) -N' - (2, 4-y7MD7x" 

^7c«7;i/y7 v±m&m(Di&, yy^mm^, ^mm. m^mm^ suit 
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*»Ml:«fcSft^«[tt, jSttfttt (M*fcf, 7kfD«5) 

<5 o 
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X^r-A 1 
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*C,fcoTSSirr£S. mX-tt* + y ijymmmt. Org. Synth. Col. V 

ol. 3, 272 (1955), Acta Chim. Hung., 112, 241 (1983) £ 7c ttW098/47873^fBig^ 

>^2g^« % J. Am. Chem. Soc.,_68, 1299 (1946)> J. Am. Chem. Soc, 68, 1305 (19 

46) iz mm tsnz>£t> umm \z «k ^ t^t§ c: <t # « . 

Ki^$tW7n>ii#:^# (fi&ftl 3 4 #]&) , ^ViT (2) 
^-yo>K«#*Jn«i-r5 (®jgfll3 5 i5 «k Of 3 6#HS) 31 i; J; 0 ISisT # -5 „ 

*3 «fc tXD M F y ^ y — ;kd «fc -5 ^i§l©#STt^^t s ©MWTc5 -5 . 

(1) fC&^Tte^mS^xy^l/^^l/ATVl^t: KO^O#^ETTS^^ji 
^t^t4 - (75/7xy+y) ^y »J >sj§*#:&3 ^tefg^T3=^ V/U > 
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at m * 3 * T t> W f i i "C £> -5 o 
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(I11A) 0 

S?fW# (o=C = N-R") £f£ffl£i* (Ig2), (0!l>U£, 7j(iftt h u 

£A) O^&TSi^ftT^+JHfc&l (R 1 °H a 1) £f£/3£-&3 (X@ 3 ) H £ 

t^oss; (i) (Dik&M&mm-c^z, 

Ki&X (#|*.«\ zk^fc^hU^A) #£T, 31^^7^^;Hb^J (R'H a 1 , 
R ,0 Hal) &ftm2-&Z>Z.tlZ£^ThmX-C%Z> (X@5^3j:tX7) 0 
R'^ck^V^fcttR'^TKm^T^^^l/T^^^, *^-A 1 K&t^T 

;PT5> (R"NH 2 , R'°R"NH) ^JE&^t^^tCJ; 0iigT#5 (ZDg4 
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O 0 



R21 



PGO' 



**** ~ 

2S17G 




PGO 



NH 2 




PGO 




PGO 



R24 

R23^ A .NH 2 




HO ^R26 
R25 



R21 



PGO 




h U ^X^> N R29NH 2 



Sfctt ,C R29 
O' 



R21 



PGO 




* 24 H H 
R26 

R25 



R24 h h 
o 

R25 R 2 2 H a I 



££teR 22, OH 




R24 
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^>^;P») SflsfflS-fr, -hnfltfrj (fclAfcflSBg-g^ ) 

f#e»n^:^#:{c^o77fefc^vw y->r^— hmmvf co = c=n-r 2 ') 

5> (R"NH 2 ) SfPffi$#SClifc«fcO^UTIBS^&^T! , #*. 

+/'J>I±0 7Wii©MS (PG) ^iiL, 

TAO^>ft7W (R"'Hal, R 22 " ttR 22 ;^r;^:^^>ST&3£^c7)x 
;^*;^g&:fr£3rf•) ^ffljts^ici!], *-5irittr;ni— (r j2> 

> 3R CD 7 & { 3 7 ; V n * :> S £ W T § « © ft; #1 £ & it T # -£> . 

m.Soc.,1945,67,736^ \Z S3tScC7)75"?* JC^ o Tg» jgT €f -5 , 

IM(Iffl^57Jl/3- ;U$£#:terffflR£ttT^Sj&>, & S V> ttJ.Antibiot.(l 
993),46(1),177, Ann.Phann.Fr.l977,35^03<St(3|3<R©^ffitC : Se-3 TfijfiTf^S. 
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-^It^I^f^^ll J.Med.Chem.l977,20,146^{ClBt)c(D 

jjmzft^T&j&isfz2--bn-$;&^mmmfc$:i&m (Mx.it, mmtiviy 
&\znzntz.<kt;®*mM(D&&-r-fc)\,2±T ^t^m^^^^hiz^o 4 - 
t=lj 7 y - )immmztti,m.m tk-ski^hj^a) ©#^t, 

5> (R 2 'NH 2 ) £ftUB£#£££tc < fc9£l'7&#£^/re£<5. 
&-r/\Wf>ikT)V*)l (R"" Hal, R 22 ' «R 2J ^T;i/Zi^^STr^§<i:^© 

7;^;w^st) M^tSetnio, ^^>^«t;W3-;h^«#: (r 

yu >m<D7mz7)iszi*ism&G?%*m<Dfce;!fo&mm~T?%z> 0 

*5%mz&z>ik£>m^ -i >\L^\zi6^xmmmmmmm^^-^ mmu 
mm 4 mm) . 

*»§BtC«fcS^tttt, £7c, Ok'hDtt^Tjiif^lll^VEGF (V 
ascular endothelial growth factor) H'fflM Lfcif CguSMAPK (mitogen-acti 
vated protein kinase) O^tt^PlS-f S Q&MtiMlW 1 *3 IX 2 # flg) . JfilWF*3 
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mb2ft. U yMitZntcMA PK®±#3^B«)Sn5 (Abedi,H. and Zachary, I., 
J.Biol.Chem., 272, 15442-15451(1997)) . MA P K©gM(Jjf[if 
^ft&MMCDmMlzmmm&m&mo ZtfimZtlT^Z (Merenmies, J. et aL, 
Cell Growth & Differ., 83-10(1997);Ferrara, N. and Davis-Smyth, T., Endocr. Rev., 1 
8,4-25(1997)). fiEo T#89§fc: J; 5fc^*mjfil«*r£ifllttfM! ^WTSo 

M(Dlfc&£.%&< ^tfOv*T^5(Forkman, J. Nature Med. 1: 27-31(1995); Bicknell, 
R., Harris, A. L. Curr. Opin. Oncol. 8: 60-65(1996)) . ^oTs ^Jg^tJ; 

vt-oT, *&w\z£z>fc&mt. &.mz&-$Ltcm&. ^±mz^mzmnx^ 

&Ti£#, rf£>£t£-^) ©v^n*>©i8#iK&T, t h*5«fctJfk 
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^nt>(D&mmmz. m^m^^nxi^mmm, mnm. m&m* mnm. 
ommts. e £ ma l xmrnt z> z t. -5 . 

iB^^*S-&(3^i;TigJ:^$tl-53&^ M*.«'0. 1-lOOmg/kg, 

L< 1 ~ 5 Omg/k gCDiESIT^ 0> B l!l£jfc«»lHJK:#W-Tl5t-5- 

m m £ i± § c: t s ^ t & § ,« #j j& w © m m £ & pi m r s * & f& $ n 
»ttiTH ^s©j^Ht/«c«auK aim**, im^mi^ m 
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iiMi : 2 DP- 4- [(6, 7-y^h^y-4-t;'JJI/) 7 
>?^^;PX;U*^->H (10ml) {^KSKfc^ MJ ^A (60w%> 0. 72 

g) ^dtl, 5 0t:t3 0»iMtfi(:L, 4-7$;-3-^od7i;- 

6 1g) ^MiKlO^Lfc. ^l:4-^DD-6, 7 
-y7h + y+/'J> (1. OOg) SMlOOtT-WLfc. SJMfc 
7k&m^? n DzK;i/ A Tffiffil'fc^ ^ □ o4s;|/AJI£g&?Pj^7j<SI± h U ^A 

9 g, iR^6 0 %Tt#/io 

'H-NMR (CDC 1 4 0 OMHz) : 54. 05 (s , 3H), 4. 05 
(s, 3H), 4. 08 (s, 2H), 6. 44 ( d , J = 5. 4Hz, 1H), 6. 

85 (d, J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 
(d, J = 2. 7Hz, 1H), 7. 41 (s, 1H), 7. 54 (s, 1H), 8. 

48 (d, J = 5 . 1Hz, 1H) 

Mffl2 : 4- [(6, 7 -yjt h^->- 4 -^yj;i/) ^->]-2, 3-^;* 

^;U7— u > 

y^f^myH (10ml) tC?^!^ h U OA (60w%, 0. 72 
g) ^Ox., 5 0°CT3 O^it^^^^tCL, 4-75 7-2, 3->^^;|/:7 
a: J —)lMM.t& ( 1 . 5 5g) &lJU^m&-V 1 Ofrm&l,tz. a nn- 
6, 7-y^h + y+yj> (1. OOg) 1 0 OtT-|ftI^Lfc. I 

«^7K^J0tI^ □D^^AT-J4t±iL7t^, ^ nn*;PAH£g&fnj^7K9it:7- h 
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0. 94g, 6 5 %Tf#fe 0 

'H-NMR (CDC 1 4 0 0 MH z ) : 6 2. 0 7 (s , 3H), 2. 15 (s , 
3H), 3. 62 (s, 2H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
25 (d, J = 5. 4Hz, 1H). 6. 64 (d, J = 8. 5Hz, 1H), 6. 
83 (d, J = 8. 5Hz, 1H), 7. 42 (s, 1H), 7. 64 (s, 1H), 
8. 4 2 (d, J = 5. 4Hz, 1H) 

Mt&M3 : 4- [(6, 7-y^h^y-4-t/'JJl.) -2, 5-y^ 

^;*3S>y7^**~>K (10ml) \Z*mt± h U 7 A (60w%, 0. 3 6 
g) £2jn*., 5 0tT3 0M#Mi&l:L« 4-757-2, 5 --77 5^ 7 
xy-;i/ (1. 2 3g) ^D^^StlOM^Lfc, *C4-^DD-6, 7 
-y/h + y+/U> (1. OOg) £iD*. 1 0 Ott- flfe!t#L£. >KJ«iC 

7K£fto;i7PP^;i/ATJfiffiLfc^ ^□□^;PA«^tg?DM^7j<^± h u^7A 

7 PP*;PA/7-fc: h> (1/1) T*mffl~TZ> is U •ftV)l>7 n~? h V 

&mM4 : 3, 5 -77 □□- 4 - [(6, 7 - 27 4 -^7 U ;U) ^± 

7] 7-'J > 

V*7-)V7,)V-fc*cis h* (10ml) MJtf A (60w%, 0. 36 

g) 5 0tT3 0#8&£N£^2fifc:U 4-757-2, 6-y^QD7 

x7— ;Ml. 5 9 g) *mxm&7Zl OftmftLfZo *ll4-^DD-6, 7 
-y7h + H7U> (1. OOg) £ #0^ 1 0 O^T-M^L 7c, gffcffltfc 
7K£;&nx.7 PP*;UATl$tiJL7c|£, 7PP*;UAJI£g§fD^7Kl^ h U -7 A 

7 nD*;UA/7iz K> (1/1) TSUPBTS 7 U h 7 

77^-CJ;0!ISL 1 &m<D1k'£®l& 0 . 35g, iR^2 2%Tl#fe 0 
'H-NMR (CDC 1 3 , 400 MHz): 63. 84 (s, 2H), 4. 05 
(s, 3H), 4. 08 (s, 3H), 6. 28 (d, J = 5. 4Hz, 1H), 6. 
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74 (s, 2H), 7. 43 (s, 1H), 7. 64 (s, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

$g»iJ5 : 4- [(6, 7->>^ h^'>- 4-^7 ijjl) *±jS\ -2 - -NOT 
S^^Io^jM^K (15ml) tZ&mikj- b V V A (6 Owl 0. 54 

g) sjn^., zotTSo^jiMi^ia, 4-7$;-3--hD7x;- 

;U (2. 0 7g) mSITlO^Lfc. *l:4-^DD-6, 7->?* 



h + y+/U> (1. 5 0g) ^IJD^. 1 0 0°C-e4B#r^J«#L7c:o ^Jfo$ifC7j<£ 

? no*M/7t h> (1/1) TfSWtS^'JAy^DThy^^ 
^-(C^D^U mm<Di\:^*0 . 5 3g, IR*2 3SGT»ifc. 
Sgjj^l6 : 1- [2-7S/-4 - (^>j£2k±±>^ z 5 ~* L±>lZ^^jk] 

-i-x^/ > 

1 - (4-tKD + y-3-^ h + y7i"JW - 1 -X^y > (2 0 g), m 
^'J^A(18. 3g), Btffl^h^-n-^^T^XtfA (4. 45g), 
^>->*J^D5h* (17. 3ml) £N, N-y7fWA7 5F (3 0 0m 
1) 1 0 orTlflm^JfcLfc. iffiTO&SSL, »sn&8$K: 

M£ETJ§«i«:@5SLTf#e.nfc^$, fSMM? (12. 4 7ml) £gfc& (12 

omi) izmmL. g.i&-v2mffljx.foisfzo owzt h u <y&7kmm& 

^L^Co #:fC, «ffiT»J«£e£LT&&n&gi$£, X^/-;U (1 1 6 0m 
1), /K (12 0ml) CttSr^ttTiSAPL, M7>€--7A (19. 2g), 

agj (ioi. 7g) &ijqx. % i)nmwffi&3mmLrzo -t^-r Hatau ^nn 

*;UA/**y-;p (3/1) t&^u iETil^i^L, »e»ti&gi££ 
^a/s^kx^p (1.0/1) TJnwfS'>u*y;i/^o-7h^7 7-<— tc«to 
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iffiSU 3^tfMt£-#j£2 4. 9 5 g, 4X^7 7% (37r^7] 

'H-NMR (CDC 1,, 4 0 0MHz): 52. 51 (s, 3 H) , 3 . 84 (s, 

3H), 5. 14 (s, 2H), 6. 12 (s, 2H), 7. 15-7. 62 (m, 
7H) 

mmM7 : 7- (^>> ? ;U^-^-» 4-yl:FD-4-^ 

I u i y 

1- [2-757-4- (^>^;i^^» - 5 -7 - 1 - 

X^/> (2 4. 9 5 g) $fh7tF077> (4 5 0ml) (3?g$?U -y h 
'J^/A/h + yH (2 4. 8 7 g) £fiP;i^T 1 BtFtim flifjUX 
(3 7. 0 7ml) £in*£iST 2 P£|fflafc8M£, 7K (1 50ml) ^ Jn^. 1 

f&«L£:„ 0°c^TM5f£^^tia^pH4 fcU 7K^i]n^.^ pp*;i/AJfithU 

i7 pp^a/^ do/1) ~v mm~t z> z/ o x ? ji $ p-r 

?y J —lZ£K>mmh, 81©f^l7, 16g, iK^6 6%T#7Co 
'H-NMR (DMSO-ch, 4 0 0 MH z ) : <5 3 . 84 (s, 3H),5. 1 
9 (s, 2H), 5. 97 (d, J = 7. 1Hz, 1H), 7. 09 (s, 1H), 
7. 28-7. 51 (m, 6H), 7. 78 ( d , J = 7. 3Hz, 1H), 11. 
50-11. 75 (br, 1H) 

mmmS : 7- (^>S>';i/^-^^) -4-^aD-6-/h^y^7U> 

7- (^>^;i^=^» 4-ytHD-4- + ; i jy> 

(17. 16g) l:t+->jfift'J> (14. 1 9m 1 ) ££Q;L, inSfciSSfES: 1 m 

h U ^A7K?^^^i]a^.7;i/^j UtttcU ^dd^aMI, ^ p p^;i/AJi£: 

A/T-th> (lo/i) x-mm-r^yvtiyjiy^n^ h^/^y ^—iz^Dmm 

U SlU©-^^ 3 . 82g, W2 1%-vnrzo 

'H-NMR (CDC U 4 0 0MHz) : 54. 06 (s, 3H) ,5. 32 (s, 
2H), 7. 3 0 - 7. 5 5 (m, 8H), 8. 56 (d, J=4. 9Hz, 1 H) 
mmm 9 : 4 - {[ 7 - (^^jU^MrvQ - 6 4 -=^y U ;U] Jr* 
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*J*^)V7>)V**i/b (2 5ml) fC7K*^hU^A (60w%, 1. 17 

g) ^t\i?L, 6 0W3 ottmm&m^zLrco mz4-7^; -2, 5-^* 

Wi/-^ (4. OOg) $iD^.Si&Tl 0MM« 7- (^>v?;i/^ 
~» -4-^DD-6-^h + y+;iJ> (4. 36g) &m?Lfc a 2 2 B$f B 1$ 

&M<D4t&%J$:3. 0 4 g, JR^5 2 %T#7to 

'H-NMR (CDC 1 3, 4 0 0MHz) : <5 2. 0 5 (s , 3H), 2. 16 
(s, 3H), 3. 58 (s, 2H), 4. 06 (s, 3H), 5. 32 (s, 2H), 
6. 28 (d, J = 5. 1Hz, 1H), 6. 61 (s, 1H), 6. 81 (s, 
1H), 7. 2 8 - 7. 4 2 (m, 3H), 7. 44 (s, 1H), 7. 49-7. 
54 (m, 2H), 7. 63 (s, 1H), 8. 39 (d, J = 5 . 1Hz, 1 H) 
Stfi^ftrffi (ES I -MS, m/z) : 401 (M'+ 1) 

10 : N— (4 - {[ 7 - (^>> ? ;[/^-4 1 ^) - 6 - h^>- 

?M^} -2, 5_^22j±2kZ^2k) -n' - (2, 4-^to7i 

4- {[7- ("Ov^^x) - 6-^h^y-4- + /iJM t+y)-2, 
5 'J > (3 0 0mg) £^PPzN;i/A (5ml) lzmMl<fzm, 
2, 4-y7MD7xZJKVy7t-h (2 0 0 M) 7 0°C(CT 

1M^L^:„ M^^^r. ^ DP^A/T-tr N> (7 5/2 5) TJgHiT-SS/ 

8 %T!#£: 0 

'H-NMR (CDC U 4 0 0 MHz): 6 2. 17 (s, 3H), 2. 26 (s, 
3H), 4. 06 (s, 3H), 5. 33 (s, 2H), 6. 29 (d,J = 5. 
1Hz, 1H), 6. 42 (s, 1H), 6. 7 6 - 6. 9 3 (m, 3H), 6. 7 
0 (s, 3H), 7. 3 0 - 7. 5 4 (m, 7H), 7. 60 (s, 1 H), 8.. 0 
4-8. 12 (m, 1H), 8. 44 (d,J = 5. 4Hz, 1 H) 
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l&MMl 1 • N- (4- {[7- (s<>z/)lj-*i/) -6 -y h^->-4-^ y y 
;t/] ^-^->} -2, 5-y^fJl/7i^) — N ' - (2-^h^y7i-^) 

4- {[7- (^>^;P^^) -6-j* h + y-4- + /UJH -2, 
5 -^^^UT— U > (3 0 0mg) ZZuuftJlA (5ml) Icigflpb&g^ 
2-^h^y7x-MVy7t-h (0. 2 4ml) 70ti;tl^ 
J*#L;fc. i?OD^M/7th> (7 5/2 5) TJUBTT-S -> U # 

Wn-7h^77^-CJ:DlliL, *HOM*3 6 5mg, W8 9% 

'H-NMR (CDC 1 3, 4 0 0MHz) : 6 2. 1 7 (s, 3H), 2. 2 8 (s, 

3H), 3. 83 (s, 3H), 4. 07 (s, 3H), 5. 33 (s. 2H), 6. 

26 (s, 3H), 6. 29 (d,J = 5. 4Hz, 1H), 6. 86-7. 06 
(m, 4H), 7. 12 (s, 1H), 7. 30-7. 41 (m, 3H), 7. 46 
(s, 1H), 7. 5 0 - 7. 5 6 (m, 3H), 7. 61 (s, 1H), 8. 11 

-8. 16 (m, 1H), 8. 43 (d,J = 5. 4Hz, 1 H) 

mmm 12 4 - {[7 - (^>>>;m-4^» - 6 -y h^->-4 y u j^j ^ 

4^} -2-^aay-'j> 

y^mmyh' (3. 6ml) h U (6 0w%, 320 

mg) ^Ptl, 6 0tt3 0M^Ili&l:Uc. *l:4-75/-3-^DD 
7iy-«i| (7 2 0mg) &m AIST 1 0 , 7- (^>> J ;i/^ 

+ S» -4-7nD-6-^h^y+;'J> (600mg) £jjn*_7c 0 1 0 5 *C 
T2 2^lfflffi^jEJt£:*8tt7KS:llDA^OD*;PAttiiJLfc^. 7DO*MI$ 

T*g& 2- l t ?# 6 ti7c 8 $ y * ; - )v & m x mmm t l rz . #r w l & & & 

£©3l31fcL, &M<D<t-&®l& 5 3 3rag, Jftap 6 6 %T?#7to 
'H-NMR (CDC 1 j, 400 MHz): 54. 05 (s, 3H), 4. 08 (s, 
2H) 5. 32 (s, 2H), 6. 42 (d, J = 5. 1Hz, 1H), 6. 84 
(d, J = 8. 5Hz, 1H), 6. 93 (dd, J = 2 . 4Hz, 8. 1Hz, 
1H), 7. 14 (d, J=2. 4Hz, 1H), 7. 2 9 - 7. 4 2 (m, 3H), 
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7. 44 (s, 1H), 7. 4 9 - 7. 5 3 (m, 2H), 7. 55 (s, 1H), 

8. 45 (d, J = 5 . 3Hz, 1H) 

MMfttirM. (E S I -MS, m/z) : 4 9 7 (M* + 1 ) 
SgjgffJl 3 : N— (4- {[7- (^>^;i^^-» -6-pt h^->-4-^ 7 ij 
^-^'>} - 2 DD7 — N ' - (2, 4-y7J^n7irjM 

4- {[7- (^>v;i/^-^-» - 6-^h^y-4-4 : ; i JM -2 
-^nnjnj > (2 6 Omg) £^od*;pa (1 0ml) IzmMVfzfe, 2, 
4-y7J^D7x-;Kyy7t-h (198mg) SJnA&ffiT 2 B#|BJ»# 
Lt^„ S^M^riy PD*M/7t h> (10/1) TrM^T-S 5> U tif^Z u 
•? bifyy^ -tCct 0*fMU tI©f^#J^3 3 7mg, TO9 4%Tt#fc 0 

'H-NMR (CDC 1 3 , 4 0 0MHz): 54. 0 4 (s, 3H), 5. 3 
2 (s, 2H), 6. 49 (d, J = 5. 1Hz, 1H), 6. 8 6 - 6. 9 6 (m, 
3H), 7. 10-7. 17 (m, 2H), 7. 2 2 - 7. 2 8 (m, 1H), 7. 
28-7. 41 (m, 3H), 7. 4 5 - 7. 5 3 (m, 4H), 7. 96-8. 
04 (m, 1H), 8. 27 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 
5. 4Hz , 1 H) 

Stfi^HiTM (ES I - MS, m/z) : 5 6 2, 5 6 4 (M'+ 1) 
Ut&M 1 4 : N — {2-Zuu- 4- [(7-hHn^y-6-^h^y-4-^ 
/JJJU) Jr*~>] 7X.-JI} -N' - (2, 4-y7MQ7i-^) OUT 

N — (4- {[7- (^>v;y^-^y-) -6-7 N + 5/-4- + 7 U 
-2-^071-^) — N ' - (2, 4 -y7;^n7i^) OUT (2 1 
5mg) 2:, ^^^^^7$ H (11ml) (Zjg#?U /N^^^A^^ (2 
1 5mg) SrJp*. 7K*#H1^T^T 1 M^L7c 0 ^^cMx^ (3 
0ml) iz^-f hiffiiBLfc. i£*££M/±T©SU glfflf^ft^ l 7 

4mg, »9 6 %Tt#7Co 

'H-NMR (DMSO-d,, 40 0 MH z):<53. 94 (s, 3H), 6. 
47 (d, J = 5. 1Hz, 1H), 7. 01-7. 11 (m, 1H), 7. 18 
-7. 36 (m, 3H), 7. 4 4 - 7. 5 2 (m, 2H), 7. 95 (s, 1H), 
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7. 98-8. 13 (m, 1H), 8. 23 (d, J = 9. 5Hz, 1H), 6. 

50 (d, J = 5. 1Hz, 1H), 8. 81 (s, 1H), 9. 31 (s, 1 H) 
IMtfrl (ESI-MS, m/z): 4 7 2 (M'+l) 
SIM15:4- U7- (^>-J)V^r^r^) - 6 - £ hlris- 4 -=£7 'J 
*ris} -2, 3 -z?* ^JUT—V > 

i?*^)V7s)Vttis)r (6ml) \Zimfc±hW& (60wt%, 0. 32 
g) £fln*-. ^V&T 3 0#|BJfl|#U;fcffe, 4-7S/-2, 3-y^^7x/ 

(i. i og) £in*.^-ei o#iHHf#L&. ^tc7- (^<>v;u:t^» 

-4-^DD-6-/ h*y+/U> (1. 2 Og) 1 0tT6i|F B m 

ft&38££, ^□□*;i/A/7-fc h> (6/1) >J ij^f)Vi7 h 

^7 7*— K:J:DttSlU mmCDit^M* 0 . 7 8g, JK$4 9%Tl#fc„ 
'H-NMR (DMSO-de, 4 0 0MHz) 51. 87 (s, 3H), 1. 96 
(s, 3H), 3. 97 (s, 3H), 4. 78 (s, 2H), 5. 23 (s, 2H), 
6. 12 (d, J = 5. 3Hz, 1H), 6. 54 (d, J=8. 4Hz, 1H), 
6. 69 (d, J = 8. 4Hz, 1H), 7. 27-7. 51 (m, 7H), 8. 
31 (d, J = 5. 3 H z , . 1 H) 

Uy&m 1 6 : N- (4 - {\7 - (^OJ^kj^vQ - 6 h=E->- 4 J 
U;U]^x} -2, 3-/^^7i^) — N ' - (2, 4-V7MD7 

4- {[7- (^ >>^ tf-^SO -6-/h^y-4- + 7UJ^y) -2, 
3 - S J*^)VT—V > (2 6 Omg) £N, N->7fMM7$ H (5ml) 
Kljgfl?Lfc^ 2, 4-y7J^07x-;KVy7t-h (12 1mg) £*jn 

J— )lrfr&, mmi<. mmcDlt^WZ 2 19mg, iRs£6 l%Tt#7c 0 
'H-NMR (DMSO-d., 4 0 0MHz) 81. 99 (s, 3H), 2. 17 
(s, 3H), 3. 90 (s, 3H), 5. 24 (s, 2H), 6. 18 (d, J = 
5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 2 5 - 7. 6 3 (m, 
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9H), 8. 0 5 - 8. 0 8 (m, 1H), 8. 3 4- 8. 3 6 (m, 2H), 8. 
7 9 ( s , 1 H) 

Mt&MI 7:7- (^>> ? ;i^^-^-» -4- ( 3 - 7)l*U - 4 - ~ h □ y x 7 

#PD^>-tf> (3ml) \Z7 - {^>i?)Vt^) -4-^OD-6-/> 
+ y^y'J>(3 0 Omg), 3-7J^O-4-zh07i;-JK7 8 5mg) 
1 3 CCT 5I5IH]«#L&. Mi^oo^A, TK^b^- h U 

f£«J;0*S®IU Hl©^i^l 9 7mg, «4 7%Tf#fc 0 
'H-NMR (DMSO-d,, 4 0 0MHz) 53. 83 (s, 3H), 5. 25 
(s, 2H), 6. 91 (d, J = 5. 1Hz, 1H), 7. 2 9 - 7. 5 0 (m, 
9H), 8. 18-8. 23 (m, 1H), 8. 56 (d, J = 5. 1Hz, 1 H) 
8:4- (4-7$/-3-7MP7x-^y) -6-/h^y-7 

7- (^>v;U^-^-» -4- (3-7MD-4-"hD7i; + y) -6 
-/h + y+/U> ( 1 9 Omg) SN, N-y/^MJS F (5ml), 
MJlf^7 5> (1ml) *8ftA7^^A (4 Omg) ^TJPtL, 

□ ;u (20/1) Tint sil y u * dt h 7*7 7 ^ 

-fzJ:DffiMU il©f^i£ 7 5mg, JK*£ 5 6 %Tt#fc 0 
'H-NMR (DMSO-d«, 4 0 0MHz) 63. 87 (s, 3H), 5. 11 
(s, 2H), 6. 29 (d, J = 5. 1Hz, 1H), 6. 7 7 - 6. 8 0 (m, 
2H), 6. 9 3 - 6. 9 9 (m, 1H), 7. 19 (s, 1 H), 7. 40 (s, 
1H), 8. 31 (d, J = 5. 1Hz, 1H), 10. 03 (s, 1 H) 
m&Ml 9 : N- (2, 4 -=jy )V^uy — N ' - {2-^;i^^-n-4 

- [(7 -h kp^->- 6 -7 b*is- 4 y UJU) y yUT 

4- (4-7$;-3-7Mo7x;+y) - 6 - ^ h + y- 7 - + / 'J 7 
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— )V (7 Omg) £ ^ □ □ tful/ A (1. 5ml), N, N - ^T-JU^JUAT ^ H 
(lml) 2, 4-y7MD7i-JKVy7t-h (4 3m 

®SLTf#£ft£^££, ^nn^^A/^^y-;!/ (20/1) TSWtsi 

'H-NMR (DMSO-d., 4 0 0 MH z ) 6 3. 9 4 (s, 3H), 6. 47 
(d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 2H), 7. 28-7. 

34 (m, 2H), 7. 47 (s, 1H), 8. 05-8. 15 (m, 2H), 8. 

30 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1H), 8. 97-9. 03 
(m, 2H), 10. 10 (s, 1H) 

Mt&M2 0 : 4-^Da-6-^h^y-7-^/'J J - )V 

7 - (*<>i?)V*3ris) - 4- ^7PD-6-yh^->^/U> (1 OOmg), 

y— ;u (3 0 0 w 1 ), y ^>x;i/*>^ (2 5 « 1 ) % b 1J7M0 y 

^>7JP*>i? (lml) fc»»L 3 0#IH!MT«#Lfc. MJETil^^S 

'H-NMR (DMSO-d 6 , 4 0 0 MHz) : <5 3. 9 8 (s, 3H), 7. 3 

3 (s, 1H), 7. 36 (s, 1H), 7. 47 (d, J = 4. 9Hz, 1H), 

8. 54 (d, J=4. 9Hz, 1H), 10. 37 (br, 1 H) 

M?tffiJ2 1 : 4-^DD-6-^h^y-7 - ^yij 

> 

4-^00-6-^ h^^-7-^/U /— ;P (5 Omg), U^A (4 

Omg), a^k-r- h^-n-y^;UT> ; E-r7A Omg), 2-7*Dti^ 
y^;PX-7";U (4 Omg) £N, N-yyfj^^A7SH (10ml) fcjg 

^dd^> (6/2/1) T-IMtSyiJ*y;^D v h^77^-l:«fct)» 
®!U Sl©ft-pfel$4 7mg> iR^7 4%Tt#/r 0 
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'H-NMR (CDC 1,, 4 0 0MHz): 53. 4 9 (s, 3H), 3. 8 8- 
3. 90 (m, 2H), 4. 04 (s, 3H), 4. 3 2 -4. 3 5 (m, 2H), 
7. 35 (d, J=4. 9Hz, 1H), 7. 40 (s, 1H), 7. 43 (s, 
1H), 8. 57 (d, J=4. 9Hz, 1 H) 

mm.m22 : 2-^aD-4-([(6-^h^>-7-(2-^h^>ih^y) 

y^fJUj^^yF (2ml) K:**^ MJ #A (6 0w%, 1 5 3mg) 
Sin*., 6 0t)T3 0^mifiliU 4-75;-3-i70D7xy-J^ 
i«(3 4 3mg) SMiiSTl O^S^Lfc. #{3 >^ ^✓UP** x H (2 
ml) tc?g$?Lfc4 -^DD- 6 N^~>- 7 - (2-^ h + yih + y) ^ 
7U> (254mg) 1 1 0 °CT-M?# L7c„ fcfomZTk&tiQA. ? □ □ 

'H-NMR (CDC 1 3, 400 MHz): 6 3. 49 (s , 3H), 3. 89 
-3. 91 (m, 2H), 4. 02 (s, 3H), 4. 09 (s, 2H), 4. 33 
-4. 35 (m, 2H), 6. 43 (d, J = 5. 4Hz, 1H), 6. 85 (d, 
J = 8. 5Hz, 1H), 6. 9 3 - 6. 9 6 (m, 1H), 7. 15 (d, J = 
2. 7Hz, 1H), 7. 41 (s, 1H), 7. 52 (s, 1 H), 8. 47 (d. 
J = 5 . 1Hz, 1H) 

M7&M2 3 : 2 - ^ DP - 4 - [(6, 7 - >^ h^->- 4 ^±2l21 

>>^^;PX^^^^ K (4 0ml) ^miki-bWA (60w%, 5. 8 0 
g) 6 0tt3 0^j|MMl:Uco ^H4-75y-3-^nP7 

x^-^ii (13. 0 5g) ^iO^^T 1 0#jf£N£, J. Am. Che 
m. S o c . , 6 8 , 1299 (1946). J. Am. Chem. Soc.,_6_ 

_8_, 1305 ( 1 9 4 6) fc£\zmM2n%£?temmm&iz£-oT'£i&isrz? 

O n + ^VU ymmVfT: ab & s 4-£DD-6, 7 -zs* H + ~>=^\/U > ( 8 . 
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14g) SiDAfc. 110tT3 0^lfc», S^»tfc7K&ftIiL^Qn*;p 

;^iDx.lif^ilfco *Ttiil/)t«§ll£©§l3flfcU Btm<Z>4k'£QB& 9 . 1 3 g, 
4M7 6 %Tf#7Co 

'H-NMR (CDC 1 3, 4 0 0MHz): 5 4. 0 5 - 4. 0 8 (m, 8H), 

6. 85 (d, J = 8. 5Hz, 1H), 7. 00 (dd, J = 2. 7Hz, 8. 
8Hz, 1H), 7. 21 (d, J=2. 7Hz, 1H), 7. 32 (s, 1H), 

7. 5 2 (s. 1H), 8. 6 4 (s, 1 H) 
RIMtt (ESI-MS, m/z): 3 3 2 (M'+l) 

Mjg^!j2 4 : N-^>>>-;ix-N- (2, 4-y7^ta7i^) T$> 

2, 4-y7MD7-'J> (2. 3 7ml), ^>X'7JPTtH (2. 3 6m 
1) ;U (4 6ml) i:»7^y7A (5. 5 9 g) £4> 

lO^^SDA, IST4 5#|fflfl|#Lfc. *JfcT**te***:^MJ'7^ (2. 
6 4g) SJDA, MTlPfMfllHsUifc. «JBET»ttE*®5feL, tK, ftRx^JI/ 
S\&n*.i£#U -fe^-T hSiSLfc. ^«»£IH»X3\>PTfi&aj U ^tK5^^^- h 

(3 0/1) 7?SHT5yiJ*y;^a v h^7 7^-fc«fc DffliL, mm<Dlt 

£■^£3. 04g, W6 0 %Tf#7Co 

'H-NMR (CDC 1,, 4 0 0 MHz) : 5 4. 34 (s, 2H), 6. 56 
-6. 8 2 (m, 3 H), 7. 2 5 - 7. 3 8 (m, 5 H) 

m&M 2 5 : * )\s 4- (^>22k^±id - 5-^h^y-2--hD^> 
'/X- h 

iffi£<D*3^Axl/-h(5 0 g), ^m^U^A (7 6g) SN, N-^*^ 
^^A7$ H (2 0 0ml) izfeML. JkifrOi?)], (33ml) £ 1 0 
ttTfRTU S?UT- m&WLfzo *^2 0 0mlM. g£BSx3 L ;i'Tft&fcti^ 

SSS#>7*Tfij|t5 <!: fifiOHftS 6 8 gf#fc 0 tt^T. Tk^TTgftgi 1 0 
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0m 1 &£Zfffim2 0 0ml ZMtl. 8 f^raffi^fCzK^D^Tco f#t>n7t@#: 
$93%. 

'H-NMR (CDCh, 400 MHz): 3. 90 (s, 3H), 3. 98 (s, 3 
H), 5. 21 (s, 2H), 7. 08 (s, 1H), 7. 31-7. 45 (m, 5 
H), 7. 5 1 ( s , 1 H) 

Mj&m2 6 : 7- (^>'>*;i/;fr^>-) -6-7 h4^>-3, 4-y'bHD-4- 

SiSTT^f^ 4- (^>v;i/^-^-» - 5 -7 h^~>- 2 -x hn^>y 

X- h (15. 0 g ) &mm (2 0 0ml) ($#3*0 (13. 2 g ) 

9 o^^t#^l 1 mmmwLt^ n^nrM^cDrnw^^^ 
iiffiTT-igi^ssL^ t#^nfcSf^^>7°«u, 7^;y 2-7 

3/ -4- (^>>>';i/^-^^) - 5 -7 h + y^>7x- hCDfiMM^/^ 9 . 5 
gflfc. JK^7 0 %„ 

l#6tlfc/^ 2-75 7-4- (^>v;k*=^>) -5-7h^^^>V 
X— h (6 5 Omg) £N, N-y/?J^j^7 5 H (1 5ml), 7^7— 7> 
(3ml) Krgfl? L . 75 H (0. 46ml), thU^A^h + yK (3 

7 3mg) ^UPA, 10 0^£T#r£U — M#L/i 0 ^£Tm£Pi£7j<£ 1 

7K, X-5^T^#f£II£^>7°Ti|&*iU »M5 5 6 6mgiL i|X 
$8 7 

'H-NMR (DMSO-A, 4 0 0 MH z):3. 88 ( s , 3H), 5. 25 (s, 
2H), 7. 23 (s, 1H), 7. 3 3 - 7. 4 9 (m, 6H), 7. 97 (s, 
1 H), 12. 06 (b r , 1 H) 
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mmM2 7 : 7- (^>>?;i/:fr^» - 4 - ? □ □ - 6 - y h*js*j-W > 

> (40 Omg), y^7 7'Dl:jH^7 5> (0. 3ml) \Z**>>m£V > 
(5 1 5ml) £2JD;^ 2 O^^M^L^o g&fcftglfg, 1 0 %7kMikj- h U 

l©fM^4 2 0mgf#fc. i&^9 9% 0 

'H-NMR (CDCb, 4 0 0MHz): 4. 08 (s, 3H), 5. 34 (s, 2 
H), 7. 35-7. 51 (m, 7H), 8. 86 (s, 1 H) 

8 : 5 - (^<>^;i/^-^x) -4-y h^-^- 2 -~ ho^> 

V'X— h 

mffi(D*^)U 3-tHn + y-4-/h^M/>/i-h(i0g) > 
U^A (2 3g) £N, N-y^fWA7$F (5 0ml) JC?g#?U Jl-ffc 
^>>?;U (6. 5ml) £ 1 0 #7WTfirF U ^T-^^Lfeo 7j<£2 0 

T-mniLtzo &mmzfifcmj-bi)o&zmz.$£i&L,fz 0 mz, i^mm&zmmm 

4g#Ac. jfct^T, f#bnfcEI#:7 . 0g^777nCAn> *^TT^i 1 0 

om i &&z$ffim2 o om i ^n*., 8 nmmwmzy^twTLtco n^titzmw 

'K^ 9 6 % 0 

'H-NMR (CDCh, 400MHz): 3. 89 (s , 3H), 3. 96 (s, 3 
H), 5. 21 (s, 2H), 7. 15 (s, 1H), 7. 3 4 - 7. 4 5 (m, 6 
H) 

mmM2 9:6- (^>v ? ;|/^-^v) -7-yh-^>~3, 4-> ? bKD-4- 

SfiTT^fJl^ 5- (^>^;i/^-^-» -4-/h + y-2-ZhDA>v' 
X-h (15. 8g) M (2 0 0ml) f'^^, (f#*) (13. 9 g ) 
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MET-eiS&f§iL, #^>n7c?«^K^^>y-e^L, *?-)v 2-r 

57-5- (^>^;i/^-+~» -4-7 h^->^>v*x- h©tMtt^ 1 o. 

4 g#^ 0 IR^7 3 % 0 

X— h (5. 0 g) £N, N-^7^;i/7|s;i/AT5 h' (15 0ml), 7 7— ;l/ 
(3 0ml) izmffiL, *M75 H (3. 5ml), th'J^A/h + yH (2. 
8g) £tjn*_, lOO^TMU -mm.WLfc 0 mU£T«tfim'&7k& 1 Om 

x-^;i/T#fc#f£Ji£^>:7°Tl&£gu SE^cofb-g-^ 3 . 7 giL 11x3*7 6 

o 

'H-NMR (DMSO-d 6 , 400MHz):3. 92 (s, 3H), 5. 21 (s, 
2H), 7. 16 (s, 1H), 7. 3 3 - 7. 4 9 (m, 5H), 7. 55 (s, 
1H), 7. 99 (s, 1H), 12. 06 (br, 1 H) 

0 : 6- (s<>z/)lyf*i/) - 4 □□- 7 -7 h^-->4^^-yij > 
6- (^>>>7l/^-^-» -7-7h^~>-3, 4-yth*n-4- + t > /U / 
> (3. 5g), y<V7°D|fJHfjl,75> (11. 5ml) C^yMU> 
(3. 1ml) 2 0 ^WMfjrt L7t 0 ^fd^m, 1 0 %7Ym\tir h U 

'H-NMR (CDCh, 4 0 0MHz) : 4. 07 (s, 3H), 5. 32 (s, 2 

H), 7. 3 5 - 7. 5 3 (m, 7H), 8. 86 (s, 1 H) 

MM 3 1 : 4 - {[7 - (^>^;u^-^-» -6-7 h4^>- 4 - ^tV'J^] 

^4^} -2-0 p nyx 'J > 
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7 - (s<>5>)Vtt>>) -4-^dd-6-/ h^y+tyj > (3 0. 0 g) 
«tf h^^;P7> ; E-^A^PU K (13. 9g) £7-feh> (4 0 0ml) 
(C^L^rST-j«^L7to d©?g|g{c2 0 %7YM{cr h U ^A7K?g^ (6 4ml) 
[:^Uc4-75y-3-^DD7xy-JHiI (3 6. Og) £^iJ0L/t 

££33llItf>"fb-S-^3 6 . 6g#btlfc 0 iR$9 0% o 

'H-NMR (DMSO-da, 4 0 0 MH z ) : 5 3. 96 ( s , 3H), 5 . 
34 (s, 2H), 6. 86 ( d , J = 8. 8Hz, 1H), 7. 00 (dd, J 
= 2. 7Hz, 8. 8Hz, 1H), 7. 22 (d, J = 2. 7Hz, 1H), 7. 
3 5 - 7. 5 4 (m, 7H), 8. 5 3 (s, 1 H) 

$gjfffJ3 2 : N— (4 - {[7 - (^>>>;Pa-=fr ~» - 6 - ^ h^->-4 -^^V' 

4- {[7- (^>->';i/^-^~» - 6-^h^y-4-+t , 7 l J^] :t+~>} 
-2-i/OD7-'J> (12. 2g) &M7k? nnfrjljUlzmmLfcm, hUl 
^7 5> (8. 4ml) ^^tJOLS^-C^^L^Co ^(C^K^ □ □ tf^A (1 
2ml) iIh'J*7y> (4. 5g) ^iggLig^tfCiTLito S£T2 0 
#fl&#L7fc!£, n-7°nt>7 5> (4. 9ml) *tVtt a ^T£6fClR# 

McDft^^9. 4 g'&ibtlfzo W6 3%, 

'H-NMR (DMSO-ds, 400MHz):<50. 91 (t, J = 7. 3H 
z, 3H), 1. 4 4 - 1. 5 0 (m, 2H), 3. 0 6 - 3. 0 9 (m, '2H), 
3. 98 (s, 3H), 5. 35 (s, 2H), 6. 97-7. 01 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 37-7. 57 (m, 
9H), 8. 20 (d, J = 9. 3Hz, 1H), 8. 55 (s, 1 H) 
MiSffiJ 3 3 : N - {2-^DP-4 - [(7-b Hn^->-6-^ h^->-4-^ 
j-W-Jl) 7x.-)l} -N' -7°n ¥JUV 1/7 
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N- (4- {[7- (^>v;i^^» - 6-^ h + y-4-^tyj-;i/] t 
-2-^nD7iZJW -N' -7u\ZJ],ryi,7 (42. 2 g) & h'J7 

frlrumm (2 0 0mi) y^>x;u*>^ (11. 1ml) £ 

fc. aofc®-&tttc^pnsN;uA, ^^y— ji&m*., i o %7km<tj- b u ^a 

<Dit^2 0. 7 g^f#btl7c 0 JR^6 0%. 

'H-NMR (DMSO-ds, 4 0 0MHz) : 50. 91 (t, J = 7. 3H 
z, 3H), 1. 4 2 - 1. 4 9 (m, 2H), 3. 06-3. 17 (m, 2H), 
3. 84 (s, 3H), 6. 65 (s, 1H), 7. 03 (m, 1H), 7. 14 (d 
d, J=2. 7Hz, 9. 0Hz, 1H), 7. 20 (s, 1H), 7. 35 (d, 
J = 2. 7Hz, 1H), 8. 05 (s, 1H), 8. 14 (dd, J=2. 7H 
z, 8. 8Hz, 1H), 8. 19 (s, 1 H) 
SSBiffiJ 3 4 : 6 , h^y-4-^'/a> 

2-7S/-3, 4-y7h + y^|fSI^^ (2 0. Og, 94. 8mm 

0 1 ) fC^yi/ATS K (1 5 0ml) ^mXT. 8. 5 ftffl 1 6 OtCMUit. 

»e>nfci!t*R*7lc (1 0 0ml X2@) T$:^L7Co 
«5fe»Lfe«:iBS:«JETS2:j®LTi6<J**l 7. 85g, iR*9 1. 5%Tt#7c„ 
'H-NMR (DMSO-d fi) 4 0 0MHz) : 54. 01 (s, 3H), 4. 0 
2 (s, 3H), 7. 14 (s, 1H), 7. 34 (s , 1H), 7. 61 (s, 

1 H), 7 . 9 7 ( s , 1 H) 

ggjgffij 35 : 4-^nn-6, 7 -y^ hj^tTU > 

6, 7-y7h + y-4-+t , /P> (5 0. lg, 0. 2 4mo 1) C7J^ 
(2 5 0ml) *5«fc^*^{fcU > (2 5 Om 1 = 4 1 2. 5 g, 2. 
6 9mo 1) &;}jnx.Tl 2 0 °CT 1 Lfc„ M£TJftl3]&, MJ£T»J 

(D^-^r iym.it 1 J >^@SL, JSSE*** ( 1 0 0 0ml) iC&^f? DD^A ( 1 
0 0 0ml) &m7Lfco 2 0 % 7K^b:7- HJ ^7 A T7KH©pH£ 6. 5 ICSES U 
WfilSiTKMS^ffltUfc. £Hl£L7tM/I£7j< ( 1 0 0 Om 1 x 6 HI) T8fe*£L 
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t, mm* b ^At^im «ee»*8u&. sn:fh7tKD77> (4 

7 0ml) £2jQ*.3t»tU -5t: 1 OtiT'^Hb, jtifl • ft«LT@Wtt 

$38. 5g> W7 1. 4%Tf#7c 0 

'H-NMR (DMSO-d., 4 0 0MHz):<5 4. 09 (s, 3H), 4. 0 
9 (s. 3H). 7. 1 4 (s, 1H), 7. 34(s , 1H), 7. 61 (s, 
1H), 7. 9 7 (s, 1H) 

jg3aff!l3 6 : 4-^DD- 6, 7 -5?^ Mr^ffr^/U > 

6, 7 -it* h + y-4-+tyo> (10. 0 g, 4 8. 5mmo 1) l:h 
;UX> (10 0ml) &J;M-^>i£{bU > (7. 4 g, 48. 6 mm o 1 ) £ 
MT12 0°CT6. 5P#|HH*#Lfc. ^£T7££Pf£, S;|/X> (1 

00ml, 5 0ml) Ti5fe#LT» ft*U SWtl^ 11. 5g. « 9 1 %T 

Sgj&ff!j3 7 : 4- (4' -7$ y - 3 ' -pan) -7x7^y-6, 7 

4-75y-3-^D07i/ -;UifiK*a (14. 6g, 8 1 mm o 1 ) « 
Kfk^" MJ"7A (8. 5 g, 0. 2 lmo 1 ) *5«fctf7fc (90ml) ZmpLmM 
Sit, 4-^DD-6, 7-v* f^^-^/.j > (12g, 53mmol) & 
«fctf*3\>UX3\>U$- h> (2 2 5ml) $j]D^T> 2 ^jggfELfe. R^*#?J 
5 O°CfC?££0^ ^na^;UA (5 0 0m 1 ) &J;tfzk (5 0 0ml) 

A (2 5 0ml) £*P7L, 1 0#fflffi#L;fc&, t#6nfcM£S£M 
ffiWR&U MSffc. aaSEt^^y— ;P (5 0ml) £jfjp*_ 3 0#f.5JJB#L 7c 

/Il-SjiLTgWfe^l 5. 6g, «8 5%Tf#7c 0 
'H-NMR (DMSO-d., 4 0 0 MH z ) : 53. 95 (s, 3H), 3. 9 
7 (s, 3H), 5. 33 (s, 2H), 6. 85 (d, J=8. 8Hz, 1H), 
6. 98 (dd, 1 = 2. 8Hz, J = 8. 8Hz, 1H), 7. 20 (d, J 
= 2. 8Hz, 1H), 7. 3 6 ( s , 1H), 7. 51 (s, 1H), 8. 53 (s, 
1 H) 

M jgffU 38 : 4- (4' -TS7-3' - ^ □ □ ) -7x7^y-6 , 7 - ^ ^ 
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4-75/-3-^nD7xy-«I (1. 3g, 7. 2mmol) 1:2 
0 %7kmik± h U VA7kmm (3. 5m I ) ^Uvjc (2m 1 ) £5tl;L*g3?£i±, 
4 _/7PP_ 6> 7 _c>^ h^-5>^r^~ VU > (0. 8g, 3. 6mraol)^D 
□ tK;1/A (6ml) 4o=J:LK't" h 77*f;i'7> ; &-^A7'n 5 H ( 0 . 58g, 1. 
8mmol) $:iDA.T, 2B#^31^L7to ^^£^£fl?£, ^nnzN^A (10 
m 1 ) &cfc££7K (10ml) ^rJp^T 1 O^Psm^Ufc^, mmmtykm&frm 
Lfz a ttmLf^km&miZfunyisjlA (10ml) £#D*_, 1 oftmmwvfz 

ml) £in*_ 3 O^mmWLfz^ iffia® • ^j|lTSW#l5: 1 . Og, iR$8 3 
% fl? it o 

jjflfiffijl : N — (2, 4-i?7 )l^-U^>i?)l) — N ' - {4- [(6, 7 - i? * 

4 - [(6, 7-y^h^y-4- + /'JJW ttis] - 2-7MD7-!J> 
( 1 0 Omg) £ h;Ux> (5. 0ml), h UlfJ17$> ( 1 . 0ml) fc£D 
H*^?Lfct£> y^OD^^y (l. 0ml) IZI&MLfz h V > (10 3 

mg) &1lU^T 3ftmi]UmW-<MLfz a &IZ2, 4-y7Jl/to^>yj[/7S>(5 
4mg) ^rJnAT, £ £ tc 5 PfP^nMflft Lfc. K^tfiSfP^Bg**^- h U £ 

T&UgUfc. «JET®ttESrS56UT»^nfcS$&, ? D n h>(2 

123mg, 0 %Tf#fc. 

'H-NMR (CDC 1, 4 0 0MHz) : 5 4. 02 (s , 3H), 4. 03 
(s, 3H), 4. 47 (d, J = 5. 9Hz, 2H), 5. 7 8 - 5. 9 0 (m, 
1H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 7 4 - 6. 9 9 (m, 4H), 
7. 03-7. 14 (m, 1H), 7. 3 5 - 7. 4 4 (m, 2H), 7. 50 (s. 
1H), 8. 16 (t, J = 9. 0Hz, 1H), 8. 47 ( d , J = 5. 1Hz, 
1 H) 

Si^tffi (FD-MS, m/ z ) : 4 8 3 (3VT) 



WO 00/43366 



PCT/JP00/00255 



- 49 - 



mMM2 : N- {4 - [(6, 7 -V* bJrzs- 4 J UJU) ^-^->] -2-7 

Jl^-ny -N' - (2 - y )VHr u jl?- )]/) g_kX 

4- [(6, 7-y/h + y-4-^yjJW ^*~>] -2-7Mo7-U> 
(lOOmg) Sh;H> (10ml), H 'JX?^75 > (0. 5 m 1 ) tcinSfc 
y^DD/^>(l. Oml) £»flPLfcMJJtfr*y> (4 7mg) 
SJP^.T5^PfllniJfeajSftLfc. *[;Ii2-7Mnx^7$> (4 2mg) 

MffiT$gJ££S£LT?#£ttfcg|££, 7 DOW A/ Tir h> (2/1) 7?I 
it§y'JAy)^DTh^77^-t;cl;DIII!l, mm<Dfc'&®&9 3mg, 

'H-NMR (DMSO-ch, 40 OMHz) : 53. 40 (m, 1H), 3. 4 
7 (m.lH), 3. 93 (s, 3H), 3. 95 (s, 3H), 4. 42 (t, J 
= 4. 9Hz, 1H), 4. 54 (t, J=4. 9Hz, 1H), 6. 51 (d, 
J = 5. 4Hz, 1H), 6. 88 (m, 1H), 7. 05 (m, 1H), 7. 28 
(dd, J = 2. 7Hz, J = ll. 7Hz, 1 H), 7. 40 (s, 1H), 7. 
49 (s, 1H), 8. 21 (m, 1H). 8. 47 (br, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

St*##fffi (E S I -MS, m/z ) : 4 0 4 (M* + 1 ) 

#I»J3:N- {4- [(6, 7 h^->-4-^7 ij ;p) ^~>] - 2 - 

y)V-tuy jL- M — N ' - (2 - bf U 22k^Ukl 

4 - [(6 , 7-y7h*y-4- + yj^) ^+5/] - 2 -7J^n7-U > 
( 1 0 Omg) £ h;i/X> (5ml), h UlW5> (1ml) 

DO>^>lc85fi?Ljfc h U#*y> (104mg) £JD*.T U 7 ^ y O X £ 

tfui/> (4 0^ i) *jpa, *n^iaat&2i^wufc. s^attfflfii^ieTK*^- 

h U ^A*»fft (1ml), ^on*;i/A (2ml) ^SnA^ 7 7±tC{££FU 
//^7-iK8/l) TJgFffltSyU^yj^nT h ^ 7 -y — ct 0 *f ®! U 
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*HO<b^«J* 1 2 6mg, JR^8 8 

'H-NMR (CDC 1 3, 4 0 0MHz) : 54. 07 (s, 3H) ,4. 09 (s, 
3H), 4. 61 (d,J = 5. 4Hz, 2H), 6. 4 0 - 6. 5 0 (br, 1 
H), 6. 61 (d, J = 5. 9Hz, 1H), 6. 92-7. 01 (m, 2H), 
7. 21-7. 25 (m, 1 H), 7. 36 (d, J = 7. 8Hz, 1 H), 7. 
56 (s, 1H), 7. 6 8 - 7. 7 8 (m, 2H), 7. 75 (s, 1H), 8. 
2 7 - 8. 3 4 (m, 1H), 8. 49 (d, J = 6. 1Hz, 1 H), 8. 55 
(d, J=4. 1Hz, 1 H) 
W^fftt (FD-MS, ra/z):4 4 8 (MO 
HMffiH : N-7'J^-N' - {4- [(6, 7 h^y-4-^7 UJi^) 

4- [(6, 7-y^h + y-4- + ;'JJW ^4^>] -2-7MD7-'J> 
(1 0 Omg) £h;!/X> (5ml), h'JX?JV7 5> (1ml) KJ&SL&a, 
tSt?un*?>izmmisrcbV*X¥> (104mg) £#n*.. flnH&jtSft^ 5# 
IHIL&. ^l:7U^7 5> (2 2mg) £#Ox.T> £ 6 fcMM£ 4 (N^ Lfco 
S^»»CfiSfP«Bl7K*^- h U ^AtK^ ( 1 m 1 ), ^od*^A (2ml) £}jn 
*.*T'(W±\zGm\s. ^PD^;i/ATffl/±5Lfco iffTii^SSUTi^n 
fcJSSS, ^ uu-fo)Vh./T J e. h> (2/1) •vmto?Z>i<' , Jtiy)U2n'?b£f 
77^ -tc«fc Off ML, »M$12 5mg. iW9 8%Tf#fc. 
'H-NMR (CDC 1 3 , 400 MH z) : 5 3. 9 1-3. 96 (m, 2 H), 

4. 06 (s, 3H) ,4. 09 (s,3H), 5. 14-5. 20 (m, 1H), 

5. 2 6 - 5. 3 3 (m, 1H), 5. 5 8 - 5. 6 6 (br, 1H), 5. 86 
-5. 98 (m, 1H), 6. 56 (d, J = 5 . 9Hz, 1H), 6. 88-7. 
01 (m, 2H), 7. 23 (s, 1H), 7. 55 (s, 1H), 7. 66 (s, 
1H), 8. 2 6 - 8. 3 3 (m, 1H), 8. 47 (d, J = 5. 9Hz, 1 H) 

»i^#fi (FD-MS, m/z) : 3 9 7 (MO 
mffiM5 : N — {4-r (6, 7 -j/* h^y--4-^7 'J )V) sj-^>1- 2 -7 

4-[ (6, 7 h^v-4 - + / U;i/) t+y]-2-7MD7-U> 
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( 1 0 Omg) £ h;|/X> (10ml), h iJxf;i/75> (2ml) izmMLfc 
i??UUM7>\zmmLtcbV*xy> (104mg) $MT5^f B WDi 
JtflitLfc. ^!l7'Dt:>7S> (2 9mg) 4 0 ^r^in^M^t L7c<, K 

?uu^)Vi±/*? (lo/i) n-mfflT&Bmz/VftyjlZn-? btf? 

'H-NMR (CDC 1 3 , 400 MHz) : <50. 97 (t, J = 7. 6Hz, 3 
H), 1. 5 5 - 1. 6 4 (m, 2H), 3. 2 4- 3. 2 9 (m, 2H), 4. 0 
5 (s, 3H), 4. 06 (s, 3H), 5. 11 (t, J = 5. 4Hz, 1H), 
6. 51 (d, J = 5. 4Hz, 1H), 6. 7 4 - 6. 7 6 (m, 1 H), 6. 
91-6. 99 (m, 2H), 7. 48 (s, 1H), 7. 52 (s, 1H), 8. 
18-8. 23 (m, 1H), 8. 49 (d, J = 5 . 6Hz, 1 H) 

SI^ItI (FD-MS, m/z): 3 9 9 (M*) 
mffiM6 : N — {4- [(6, 7-y^h^y-4-^y'Jj^) xj-^->] -2-7 

Mn7x-;i/) — N ' - (4 -y )izj-uy'^-)V) out 

4 - [(6 , 7-y/h^y-4- + /'J^) t+y] - 2-7MD7-'J > 
(lOOmg) ShJHX6ml), hUx^75> (1. 0ml) tiaii 
$PLfeM, (1. 0ml) (3^?L7c h 'J*7sy> (1 0 4m g) 

& to x x 5 & mmmmm l & . ^ k 

4-yjU^n^JUTS.>m.mm (5 5mg) SrJnAT, £bf32n#r B TO-ftM 

7cSI££, ^PD^A/7th> (2/1) TIMtSy'JAWnTh^ 

'H-NMR (CDC 1 3, 4 0 0MHz): 5 1. 6 6 - 1. 8 7 (m, 4H), 

3. 3 3 - 3. 4 0 (m, 2H), 4. 04 (s, 3H), 4. 05 (s, 3H), 

4. 44 (t, J = 5. 6Hz, 1H), 4. 56 (t, J = 5. 7Hz, 1H), 
4. 90 (t, J = 5. 7H, z, 1H), 6. 4 8 - 6. 5 2 (m, 2H), 6. 
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9 3 - 7. 02 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 8. 
15 (t, J = 8. 9Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
nmfrtitm (FD-MS, ra/z):431 (M*) 

EJiMI ; N- {4- [(6, 7-^pt h*z/-4-*y VJV) -2-7 

mo7izjh — n ' - (2-7°pex;u) ^i^t 

4- [(6, 7-y7h^y-4- + yjJl/) — 2 — 7MD7-U > 

(1 5 Omg) £^nD5ft;i/A (1 Oml), h'jx^75> (2ml) Izfeffi 
U S^no*^>Kjgfi¥Ljfc h U*xy> (15 6mg) &1m?LT 1 0 #Mini 
iMtfc. ^l:^D/W^7 5> (5 3mg) £2j[]*_T, SSK:3 0#MJn 

#£>tl7tSI££:, 7 □ 0^;l/A/T-fe h > (2/1) TfilltS^U^y;^ P 
7h^77-f-Cj;DiIl, gl(D{b-&tl$l 6 4mg> « 8 7 
'H-NMR (DMSO-d,, 40 0 MH z ) 5 2. 49-2. 51 (m, 1H), 
3. 9 0 - 3. 9 5 (m, 8H), 6. 52 (d, J = 5. 1Hz, 1 H), 6. 
8 9 - 6. 9 2 (m, 1H), 7. 0 4- 7. 0 6 (m, 1H), 7. 26-7. 
29 (m, 1H), 7. 39 (s, 1H), 7. 49 (s, 1H), 8. 16-8. 
2 0 (m, 1H), 8. 4 6 - 8. 4 9 (m, 2 H) 

mmM8 : N- { 4 - [(6, 7-y^hty-4-^/'J^) ^J>3 -2-7 

4 - [(6, 7 h^S>-4 - + / U;iO 3-=^] - 2-7Mn7x'J > 

(lOOmg) ^h;H> (8ml), h'Jl^7$> (1. Oml) CJOii§ 
h;i/X> (1. Oml) h U**7*> (4 7mg) 

T5#Ml0#ft3B«EL;fc. ^Ci&^X^X^ > (6 Omg) £iJD*_T> $bi:5 

T»£*i;fc3£££, 7no*M/7-kh> (2/1) TlWtSx'J^y;^ 
□ 7 h7*^ 7^ — tCctOM RU ^mCDik-g^Z: 7 Omg, iRsfS 5 3 %Trf#fc 0 
'H-NMR ( C D C 1 j, 4 0 0 MH z) : 51. 21 (t, J = 7 . 3Hz, 3 
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H), 3. 34 (m,2H), 4. 06 (s, 3H), 4. 08 (s, 3H), 5. 
64 (br, 1H), 6. 55 (d, J = 5. 6Hz, 1H), 6. 89 (dd, 
J = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (m, 1H), 7. 26 (b 
r, 1H), 7. 54 (s, 1H), 7. 62 (s, 1H), 8. 28 (t. J = 9. 
0Hz, 1H), 8. 47 (d. J = 5. 6Hz, 1 H) 
HMfttirM (E S I -MS, m/z ) : 3 8 6 (M'+ 1 ) 

mmmi N-y^u-N* - {4- [(6, 7-^7 h^->-4-^y u;i/> a- 

±is] - 2 -yjl^rny jl-ji) yUT 

4 - [(6, 7 h + y- 4 U;P) - 2-7^n7-U > 

(lOOmg) $h;H> (8ral), hUl^7$> (1. 0 m 1 ) 
MLfz'&. hJlJL> (1. Oml) t:^bfeh'J*7y> (4 7mg) £#Dx. 
T5#raftlJfcil«EL&. ^H^f;i/7 5> (80rag) £2J0.*.T, £ 6 fc 5 BtFfl 

^nn^/7t h> (2/1) -em&T Z> is 9 
htf77j-lZ<k OttKU mm<Dlk&!®)%: 1 1 7mg, iK^8 1%Tt#£ 0 
' H — N M R (CDC lj, 4 0 0MHz) : 5 0. 94 (t, J = 7. 3Hz, 3 
H), 1. 40 (m,2H), 1. 55 (m,2H), 3. 29 (dd, J = 7. 1 
Hz, 1 = 12. 9Hz, 2H), 4. 06 (s, 3H), 4. 09 (s, 3H), 
5. 72 (br, 1H), 6. 56 (d, J = 5. 9Hz, 1H), 6. 88 (d 
d, J = 2. 7Hz, J = ll. 2Hz, 1H), 6. 97 (d, J = 9. 0Hz, 
1H), 7. 33 (s, 1H), 7. 55 (s, 1H), 7. 65 (s, 1 H), 8. 
30 (t, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 9Hz, 1 H) 
MAttffiM (E S I -MS, m/z) : 414 (M'+ 1 ) 

$Zt&MlO:N- (sec-y^;U) — N ' - {4-f(6, 7-y^h^y-4- 

4-[ (6, 7-y7h + y-4-^/'JJW ^y]-2-7^07^'J> 
(lOOmg), St^dPaKJI/A (5ml), hUxf^75> (1ml) \Z'Mf& 
Lfz'&, >>7 nn yizmBLfc h V*xy> (10 4mg) 4MT5^FI 
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tiQf&Mffilsfco <kiz sec -y^7S> (48 m 1 ) 1 OftlBllial&m 

2) -cmm-r^^v^y^^n^b^^y^-iz^vmrnv. 1 

1 7mg, ifcs£8 9 %Tf#fc 0 

'H-NMR (CDC 1,, 4 0 0MHz): 50. 95 (t, J = 7. 6Hz, 3 
H) ,1. 18 (d,J = 6. 6Hz, 3H), 1. 4 7 - 1. 5 5 (m, 2H), 
3. 7 9 - 3. 8 9 (m, 1H), 4. 04 (s, 6H), 5. 28 (d, J = 8 . 
1Hz, 1H), 6. 48 (d, J = 5. 4Hz, 1H), 6. 8 9 - 6. 9 8 (m, 
2H), 7. 08 (d, J = 2. 7Hz, 1H), 7. 42 (s, 1H), 7. 51 

(s, 1H), 8. 2 0 - 8. 2 4 (m, J = 9. 0Hz, 1H), 8. 48 (d, 
J = 5. 4Hz, 1 H) 

«S#*/rM (E S I —MS, m/z) : 414 (M* + 1 ) 

mmmi 1 n- u-r (6, 7 -v* h^y-4-^yu^) ^->i-2- 

7MD7x-;H -N' 

4-[ (6, 7-y/h + y-4- + ;'j;W ^->]- 2 - 7)V*U T— U > 
(1 0 Omg) ^^/do^|/A (5ml), h Ux^7$> (1ml) (3?g^L 
fcSt y^ao^^XcgjlLfchij^^ (104mg) £in*.T 5 Mifflin 
**»«ELifc. ^t3-f V7'W5> (50m 1 ) 1 04MBJj!ni*fta»ELfc. 

SJfK^*i7 p D^;i/A/7*-tz h > (4/1) tIFIt5y'J^yj^n7h^7 

'H-NMR (CDC 1 3,4 0 0 MH z ) : 50. 94 (d, J = 6. 6Hz, 6 
H), 1. 7 7 - 1. 8 4 (m, 1H), 3. 10-3. 13 (m, 2H), 4. 0 
3 (s, 3H), 4. 03 (s, 3H), 5. 58 (t, J = 5. 4Hz, 1H), 
6. 47 (d, J = 5. 4Hz, H), 6. 8 8 - 6. 9 7 (m, 2H), 7. 1 
8 (s, 1H), 7. 41 (s, 1H), 7. 50 (s, 1H), 8. 18-8. 2 
3 (m, 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 
nmftffim. (E S I -MS, m/z ) : 4 1 4 (M' + 1 ) 

mmm 1 2 : n- {4 -r (6, 7 - y* h^->-4 -=^y ujio a-^->i- 2 - 

7MD7i-;W -N' - (1, "^1/T 
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4-[ (6, 7-y^^y-4- + /'JJl/) t+y]-2-7;i/tD7z'J> 
(1 0 Omg), ^^□DTfcjl/A (5ml), h U > (1ml) fC?g$? 

y/7 0D^^>(:^L^hij^y> (4 7mg) £Jn*.T 3 0 #mj 
M*?«#Lfc. mzi, 2-^^9-)Vy°U)d)V7^y (55m 1) SJDtL, 1 

T-feh> (2/1) TS§S-rs^U*^;U^PTh^7 7^-lCcfct3»S8L, ^ 

'H-NMR (CDC 1 4 0 0MHz): 50. 93 (d, J = 2. 2Hz, 3 
H), 0. 95 (d. J = 2. 4Hz, 3H), 1. 14 (d, J = 6. 8Hz, 
3H), 1. 7 2 - 1. 8 0 (m, 1H), 3. 7 6 - 3. 8 4 (m, 1H), 4. 
04 (s., 3H), 4. 05 (s, 3H), 4. 91 (d, J = 8. 5Hz, 1H), 
6. 48 (d, J = 5. 4Hz, 1H), 6. 74 (d, J = 2. 9Hz, 1 H), 
6. 91-6. 98 (m, 2H), 7. 42 (s, 1H), 7. 51 (s, 1H), 
8. 18-8. 23 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1 H) 

5C»##rM (ES I -MS, m/ z ) : 4 2 8 (M'+ 1) 
^ti&M 13 :N- (2-^DD-4 - [(6, 7 -V* h^f>- 4 -^ /jjjp) 
^->] 7i-Jl/) — N ' -~7°n ¥Jl<yU7 

2 - pan- 4- [(6, 7 h + *>- 4 0 )U) T-UXl 

OOmg) ^i'DO^A (7. 5ml), h'JX^75> (1ml) IZI&ML 
fzm, ^no^A(;i|)i?LthU^7y> (9 9mg) £Jnx.T. tiummffi* 
BftfflLfco ^i:n-7'D^7$> (2 1mg) £3ra*.T> ^eCJOiil^ 

2 rem l . Rj&m \zmum.m7m ± h u v a ?mm & an x v ^ ± \z.®m l > 

/^^;-JK8/l) TIFIt5y'J*yj^n T K^7 7-r— fC«tO»«L, 

'H-NMR (CDChJOOMHz): 50. 99 (t, J = 7. 3Hz, 3 
H) ,1. 5 8 - 1. 6 5 (m, 2H), 3. 24-3. 31 (m, 2H), 4. 
04 (s, 3H), 4. 05 (s, 3H), 4. 94 (t, J = 5. 9Hz, 1H), 
6. 48 (d,J = 5. 1Hz, 1H), 6. 77 (s, 1H), 7. 11 ( d d , 
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J = 2. 7Hz, 9. 0Hz, 1H), 7. 21 (d,J = 2. 7Hz, 1H), 
7. 43 (s, 1H), 7. 52 (s, 1H), 8. 27 (d, J = 9. 0Hz, 
1H), 8. 50 (d,J = 5. 1Hz, 1 H) 

KS##fffl (FD-MS, m/z) : 4 1 5, 417 (M*) 
mifcm 1 4 : N- { 2 DP - 4 -f (6 , 7 H^ 1 ^- 4 7 U )V) 

t^y17x_M -N* - (4-7MD-2-/^Jl/7xrj|/) V UT 

2-^DD-4-[(6, 7-y/h*y-4-^yjJW ^^T-'J > (1 
2 2mg), ^^dd^A (10ml), h'Jx^75> (1ml) IZfeML 
tzMk, y^DD^^/Cililfe N <)*Xtf> (llOmg) ^MT3 0^1 
^TJft^L^Co ^1:4 -7;i/^-n- 2 -^^;PT~ U >(126y 1 ) ^UQpl, 

nfcg|££, 9 un fcJUA/T-t. h > (2/1) TlIt§y'J^yj^n7h 
^^-JCcfcDMKU ^m<Dik^W£ 1 4 2mg, 4X^7 9 %Tf#^o 
'H-NMR (CDC U 40 0MHz) : 6 2. 37 (s, 3H), 4. 04 (s, 
3H), 4. 04 (s, 3H), 6. 31 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H), 6. 9 7 - 7. 0 6 (m, 3H), 7. 11-7. 14 (m, 1H), 
7. 19 (d, J = 2. 7Hz, 1H), 7. 41-7. 44 (m, 2H), 7. 
50 (s, 1H), 8. 35 (cl, J = 9. 0Hz, 1H), 8. 50 (d, J = 
5. 4Hz , 1 H) 

m&fttifM (ES I - MS, m/z) : 4 8 2, 4 8 4 (M'+ 1) 

1 5 : N - ( 5 -^U=E- 6 2 - b°'J >>';!/) — N ' - {2-^7 

□ P-4-r (6, 7 h^'>- 4 t^y!7xZJH frl^7 

2 -/7oo-4 -[ (6, 7-y7h4 : y-4-t/'JJl') ^S^T"— U > (1 
22mg), ££7 OPTIMA (10ml). h'JxfJl/75> (1ml) iCjgfifL 
tz.'&, y □ □ / ^ > icif gl/i h U *X^r> (llOmg) ^:UnAT30^^ 
^i&Tjft#L£:. ^C6-7$y-3-7'D ; E-2-^fJHfUy> (2 0 8m 

@SLTt#e>n^^$$r, ^7DO^M/7th> (2/1) TlltSy'J* 

pv h ^77^ — fed; Sl^ft^l 5 5mg, iK^ 7 7 % 
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'H-NMR (CDCh, 4 0 0MHz): 52. 69 (s, 3H), 4. 06 (s, 
6H), 6. 53 (d, J = 5. 4Hz, 1H), 6. 56 (d, J = 8. 5Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 30 (d, J = 2. 7Hz, 1H), 
7. 44 (s, 1H), 7. 53 (s, 1H), 7. 75 (d, J=8. 5Hz, 
1H), 7. 93 (s, 1H), 8. 49 (d, J = 9. 0Hz, 1H), 8. 52 
(d, J = 5. 4Hz, 1H), 11. 92 (s, 1 H) 

nmftvtm (e s i -ms, m/z) .-543, 545, 547 (m*+ 1 > 

mMMl 6 : N- {2-?dD-4-f(6, 7 4-*; V )l) 

■t^-^y iz )V) — N ' - (5 2 -tfiJ^P) ->U7 

2-^DD-4-[(6, 7-y^h^y-4- + ;U;W ^-+i>]T-U> (1 
22rag), ^^nn^A (10ml), hUx^75> (1ml) KigflPL 
^^OD^^>fc^L7c h'J^xy> (llOmg) £Jn*T3 0#ra 
^fflTi»#Lfc. ^(C2 -75/- 5 -^ODtTU> ? > (143mg) Sin A, 

^fcSSS. ^DP*j^/7th> (2/1) tlitSy'J^W^DTh 
if^y^—lZ^O^ML, mmcDit£>ty}$: 1 4 8mg, «8 2%Tf#7c. 
'H-NMR (CDC1 3 , 400 MHz): 54. 06 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 95 (d, J = 8. 8Hz, 
1H), 7. 14-7. 17 (m, 1H), 7. 31 (d, J = 2 . 7Hz, 1H), 

7. 44 (s, 1H), 7. 53 (s, 1H), 7. 6 4- 7. 6 7 (m, 1H), 

8. 28 (d, J=2. 7Hz, 1H), 8. 5 0 - 8. 5 3 (m, 2H), 8. 
9 2 (s , 1 H), 12. 11 (b r s , 1 H) 

K«#*fte (E S I -MS, m/z) 485, 487, 489: (M'+ 1) 

17 : N - ( 5 - 7U =E - 2 - M U 2ikj - N , -{2-^PD-4-r(6. 

2 _/7 D n-4-[(6, 7 -v/ h + s>-4 u;u) ^^jy- u > (i 

22mg), ^^nD^M (10ml), h'Jlf;i/7$> (1ml) (C^^?L 
7ctt, >^nn.*^>{cJgflPUifc h 'J^y> (llOmg) £iP*_T3 0^ 
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&»Tifc#Ujfc. ^1:2 5 -yo^Etf'J> ? > (192mg) *JPA, 

^nD*W7th> (2/1) TS»t5i"J*mn7h 
#574— IZ& OmmL, tl(Z)fb^$l OSmg, »5 5 %T?#fc 0 
'H-NMR (CDC 1 3, 400 MH z ) : 5 4. 06 (s, 3H), 4. 06 (s, 
3H), 6. 53 (d, J = 5. 1Hz, 1H), 6. 80 (d, J = 8. 8Hz, 
1H), 7. 14-7. 18 (m, 1H), 7. 30 (d, J = 2 . 7Hz, 1H), 

7. 45 (s, 1H), 7. 53 (s, 1H), 7. 7 7 - 7. 8 0 (m, 1H), 

8. 15 (s, 1H), 8. 39 (d, J = 2. 4Hz, 1H), 8. 50 (d, 
J = 9. 0Hz, 1H), 8. 52 (d, J = 5. 4Hz, 1H), 12. 09 (b 
r s , 1 H) 

liMI (ESI-MS, m/z): 5 2 9, 5 3 1, 5 3 3 (M'+l) 
1 8 : N - {2-^aa-4-r(6, h^y- 4 / U;i/) 

ttiS\7 3L=L M — N ' - (2 h*is7x.-)l>) 

2 -7UU- 4-{ (6, 7-y7h + y-4- + yiJJW ^-+^]7'— U> (1 
OOmg) £i7DD7fr;kk (10ml) fCi£fi?U 2 h^S> 7i"JK y -> 
T^-h (5 4mg) ^MT6 0 TCT-lftif SJfoffcf;:;* $ y -JU&lJU 

X, M!£Tmm^m^Lxm^tlfzm^^:, i;PD^|/A/7th> (6/4) 
T~mffl~fZ>>' l )£)tr)l7nT h#57 4— ICkOfMjU mm<Dit&Ml%: 1 1 1 
mg, i«7 7 %Tf#/t<, 

'H-NMR (CDCl^OOMHz): 53. 85 (s, 3H), 4. 04 (s, 
3H), 4. 05 (s, 3H), 6. 50 (d, J = 5 . 1Hz, 1H), 6. 89 
-6. 93 (m, 1H), 6. 9 8 - 7. 0 3 (m, 1H), 7. 05-7. 10 
(m, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 23 
(d, J = 2. 7Hz, 1H), 7. 35 (s, 1H), 7. 36 (s, 1H), 7. 
44 (s, 1H), 7. 52 (s. 1H), 8. 0 5 - 8. 0 7 (m, 1H), 8. 
34 (d, J = 9. 0Hz, 1H), 8. 52 (d, J = 5. 4Hz, 1 H) 

WMftffiM (E S I - MS, m/z ) : 4 8 0, 482 (M'+l) 
feSSffil 1 9 : N- (2-^DD-4-f (6, 7 - h^ 1 ^- 4-t/U ;U) 
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^±>0Z_^2kl ~ N ' - (2 -^^JI/7x-JP) frl^T 

2 _/7 D P-4-[ (6, 7-y7h + y-4- + ;UJW ^=^>]7-U> (1 
2 2mg) €:^PO^;i/A (1 0m 1 ) _o - h ;!/-f ;K 7 i>T^-— h 

(5 9mg) ^n^T^T-Bfcjt^Cfco >5^(C^ ^ 7 -^^^n^., M/ET 

-^)uzi3n7Lfz a mtHLrz^^B^mmL. s^co^^s 9mg> 11x^34% 

'H-NMR (CDC 1 5 , 4 0 0 MHz) : 6 2. 38 (s, 3H), 4. 04 (s , 
3H), 4. 05 (s, 3H), 6. 22 (s, 1H), 6. 47 (d, J = 5. 1 
Hz, 1H), 7. 01 (s, 1H), 7. 11-7. 14 (m, 1H), 7. 18 
(d, J = 2. 7Hz, 1H), 7. 2 5 - 7. 3 5 (m, 3H), 7. 42 (s, 
1H), 7. 46 (d, J = 6. 8Hz, 1H), 7. 50 (s, 1H), 8. 37 
(d, J = 8. 8Hz, 1H), 8. 50 (d, J = 5. 1Hz, 1 H) 
nmftffiM (SSI-MS, m/z) : 4 6 4, 4 6 6 (M'+ 1) 
mMM2 0 :N- {2-?UU- 4-\ (6, / 
^■^■^y — N ' - (5 -7^;P- 2 ^VT 

2-^DD-4-[(6, 7-y/h + y-4-^;iJJW ^^->]T^U > ( 1 

2 2mgK ^^nn^jUA ( 1 0 m 1 h hUx^75> (1ml) (~?g#pc 
7c:t£> y^DD^37>(:ig»LfchU*xy> (llOmg) £3jn7LT3 0^ 
^2&Tfl8#Lfc. *l:2-75/-5-e3U> (120mg) 21$ IB] 

^DD*M/7th> (2/1) TrJl^T^^U^^P^ h^77 

'H-NMR (CDC 1,, 4 0 0MHz): (52. 31 (s, 3H), 4. 06 (s, 
6H), 6. 53 (d, J =5. 4Hz, 1H), 6. 76 (d, J = 8. 3Hz, 
1H), 7. 13-7. 16 (m, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 

7. 43 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 54 (s, 1H), 

8. 00 (s, 1H), 8. 14 (s, 1H), 8. 52 (d, J = 5. 1Hz, 
1H), 8. 55 (d, J = 9. 0Hz, 1H), 12. 57 (brs, 1 H) 
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K*##HI (E S I -MS, m/z) : 4 6 5 , 4 6 7 (M* + 1 ) 
mmm2 1 : N— [2-9UU- 4-\ (6, 1 -*J* h^->- 4 -^7 U ;U) 
t^y17x-JH — N ' - (6 - 2 - bf U *?)V) 7 UT 

2 _/7nn-4-[(6, 7-y7h + y-4-4 : y | JJW t+J/]7nj> (1 
22mg), Si'OD^A (10ml), h UX^J|/7 5> (1ml) fc»»L 
^OD/^XcggLfchij^^ (HOrag) £2JD*.T 3 0 #P B 1 
£2&T«#Lfc. ^l:6-75y-2-tf3U> (120mg) 

^DD^A/7t h> (2/1) TIlt§yiJ*y;^n7h^7 7 

'H-NMR (CDC 1,, 4 0 0MHz) : 6 2. 5 7 (s, 3H), 4. 06 (s, 
6H), 6. 54 (d, J = 5. 4Hz, 1H), 6. 66 (d, J = 8. 1Hz, 
1H), 6. 83 (d, J = 7. 6Hz, 1 H), 7. 15-7. 18 (m, 1H), 

7. 30 (d, J = 2. 7Hz, 1H), 7. 44 (s, 1H), 7. 54-7. 
59 (m, 2H), 8. 36 (s, 1H), 8. 52 (d, J = 5. 1Hz, 1H), 

8. 57 (d, J = 9. 0Hz, 1H), 12. 45 (s, 1 H) 
WMtttirM (E S I -MS, m/z ) : 4 6 5 , 4 6 7 (M*+ 1 ) 

ilM2 2 : N— {2-£dP-4 - [(6, 7 - * J U )V) if 

±jy] 7jl-)U} -N' - (4-^h^y7x-^) SLkZMEM 

2 -/7on-4-[(6, 7-y7h + y-4-^;'JJW ^"^->] 7— U > ( 1 
OOmg) ZfanfrJlA (4ml) 4-^^^7iZJKV 
->T^-h (60w 1) £iD*T^ffiT— IfeSJE&Lfc. METM^^SL, t# 

fflL£i£l8£K3iaHSU N-2-^nn-4- [(6, 7-y^h + y-4- + 
/ U;i0 ^-+'>] 7xz;|/-N' - (4 -7 h^x7oi-;i/) 7l/7^90mg, 

'H-NMR (DMSO-d,, 4 0 0MHz) : 6 3 . 73 (s, 3H), 4. 0 
3 (s, 3H), 4. 05 (s,3H), 6. 90 (d, J = 9. 3Hz, 2H), 
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6. 97 (d, J = 6. 6Hz, 1H), 7. 37-7. 41 (m, 3H), 7. 
62 (s, 1H), 7. 67 (d, J = 2. 7Hz, 1H), 8. 39 (d, J = 
9. 0Hz, 1H), 8. 49 (s, 1 H), 8. 82 (d, J = 6. 6Hz, 1 
H), 9. 4 9 (s , 1 H) 

$iffiM2 3 :N- (2-^DD-4-f (6, h^y-4-^yjJl/) 

2 -/7DP-4 -[ (6, 7-y^h^y-4-^yjJW ttis]7'-ij> (1 
2 2mg) (10ml) {C^^L, 1 - ty^JKVyJt- h 

(7 5mg) ^flO^T^T— fftit^Lfco ^ / -jk^Jpx., j^ffiT 

-^Jl^iUPLfZo t/rffiL^fl^JtrxU £tm<Dlt^!%}%: 1 0 5mg, W5 7 

'H-NMR (CDC 1 j, 400 MH z) : (5 4. 0 3 (s , 3H), 4. 04 (s, 
3H), 6. 44 (d, J = 5. 4Hz, 1H), 6. 72 (s, 1H), 7. 10 
-7. 13 (m, 3H), 7. 41 (s, 1H), 7. 48 (s, 1H), 7. 55 
-7. 69 (m, 4H), 7. 8 8 - 7. 9 6 (m, 2H), 8. 15 (d, J = 
7. 6Hz, 1H), 8. 3 8 - 8. 4 0 (m, 1H), 8. 48 (d, J = 5. 
1 H z , 1 H) 

Si^tl ( E S I -MS, m/ z) : 5 0 0, 502 (M* + 1 ) 
glfltiiff'J 2 4 : N - (2, 4 --Jy)l^ruy -N' - {4- [(6, 7 - y 

^h^y-4-^yj^) a-^'>i -2, 3 zil2i±2kZ S^Eikl 

4- [(6, 7-y7h + y-4- + yiJjl/) ^*x]-2, 3 ->?^;^;7- 
U> (7 10mg) &?nnft)\,& (7ml) Izmm^tz'i^ 2, 4-i?7Jl# 
□ 7x-JKVy7t-h (310M) &1X\Z.Tto!&Wffi$: 1 mm Lfe„ 

'H-NMR (CDC U 4 0 OMHz) : <5 2. 14 (s, 3H), 2. 27 
(s, 3H). 4. 04 (s, 3H). 4. 06 (s, 3H), 6. 27 (d, J 
= 5. 4Hz, 1H), 6. 7 8 - 6. 8 9 (m, 2H), 6. 95 (s, 1H), 
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7. 03 (d. J = 8. 5Hz, 1H), 7. 10 (s, 1H), 7. 40-7. 
45 (m, 2H), 7. 61 (s, 1H), 8. 03-8. 12 (m, 1H), 8. 
4 6 (d, J = 5. 4Hz, 1H) 

jffi##HI (FAB-MS, m/z):4 8 0 (M*+l) 
mmm2 5 : N- {4-r (6, 7-^h^>-4-^;iJ^) 3-3^1-2. 
3-y^^7xZJH — N ' - (4-7Jl/^-D-2-^^7x-^) ^1/7 

4-[ (6, 7-y7h + y-4- + /UJW ^v]-2, 3-^^^T- 
U>(120mg)£^DP *;UA (10ml), h U JL^JIT 5 > (1ml) {3 
mm^fzm. zS?un*?>lzmffilstchV-fcX¥> (llOmg) ^1JU^X3 
O^MSITft^Lfc. ^fd 4 — ~7 )V3rn— 2 — ^J-)]/T — >J > (12 6^1) 

ittienfe^^^, ^oDm/^^;-^ (9i/9) Tjgwrs^u* 

'H-NMR (CDC Is, 400 MH z ) : 6 2. 12 (s, 3H), 2. 22 (s, 
3H), 2. 25 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
24 (d, J = 5. 1Hz, 1H), 6. 33 (s, 1H), 6. 42 (s, 1H), 
6. 9 4 - 7. 0 3 (m, 3H), 7. 43 (s, 1 H), 7. 4 6 - 7. 5 5 (m, 
2H), 7. 60 (s, 1H), 8. 43 (d, J = 5. 1Hz, 1 H) 

(E S I -MS, m/z ) : 4 7 6 (NT + 1 ) 
^MM2 6 : N- {4-r (6, 7 - y^ h^y- 4 - ^^l- 2, 

3-y^fJl/7i^} — N ' - (3-7j^D-2-^h^->7i-^) 01/ 
T 

4-[ (6, 7-y7h + y-4- + y'JJ|/) t+y]-2, 3-y/W- 
U > (1 2 Omg) £ ^7 n □ (10ml), MJ X^;PT 5 > (1ml) (3 

> ? ^onpt^>»c»#LfchU^^y> (1 1 Omg) ££rJ;iT3 
OftfflmWVM&Lfzo *l:3-7;^D-o-7-y>?> (13 2^1) ££fl 

»e>nfcJS$^, i 7 UU*)VI±/* $> (9 1/9) Tllt§yU*7"> 
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^ h ^7 7 - l: J: OttHU, 2 3m g> iK$l 3 

'H-NMR (CDC 1 j, 400 MH z ) : <5 2 . 15 (s. 3H), 2. 3 2 (s, 
3H), 3. 84 (d, J = l. 7Hz, 3H), 4. 05 (s, 3H), 4. 08 
(s, 3H), 6. 28 (d, J = 5. 4Hz, 1H), 6. 7 2 - 6. 7 7 (m, 
1H), 6. 9 6 - 7. 0 9 (m, 3H), 7. 43 (d, J = 8. 5Hz, 1H), 

7. 46 (s, 1H), 7. 60 (s, 1H), 7. 62 (s, 1H), 8. 02- 

8. 05 (m, 1H), 8. 46 (d, J = 5. 4Hz, 1 H) 
M&fttirte (E S I -MS, m/z ) : 4 9 2 (M*+ 1 ) 

$ZMM2 7 : N - ( 5 - ^D^E- 6 - 2 — hf U >?;U) — N ' — { 4 — r ( 6 . 

4-[ (6, 7->7h + y-4-^y'JJ» ^y]-2, 
U > (1 2 Omg) ^^DD*M (10ml), h 'Jl^75> (1ml) fc 

y^DP^^>Mbfch'J*/;y> (11 Omg) £ftnAT 3 
0#|H]^2&TJ!K#L£:. ^(C6-T5y-3-yDqB-2-^^;Pt 0 U^> (2 
0 8mg) £fln*_, 2ll$IMiaT?iJK#L;fc. JV&Ua%. % MEET 

LTf#£ft7t35££\ ^□o^A/^y — ;u (91/9) til 
t«y»J*yMD , 7hii r 77^-l:«kt)»8b 1 ^m<Dit-^m^ 103mg, 
i« 5 2 %Tl#7c 0 

'H-NMR (CDC 1 3, 400 MH z ) : 6 2. 16 (s , 3H), 2. 42 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
32 (d, J = 5. 1Hz, 1H), 6. 64 (d, J=8. 8Hz, 1H), 7. 
04 (d, J=8. 8Hz, 1H), 7. 44 (s, 1H), 7. 64 (s, 1H), 

7. 74 (d, J = 8. 8Hz, 1H), 7. 91 (d, J = 8. 8Hz, 1H), 

8. 29 (s, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 11. 30 (b 
r s , 1 H) 

nmfttJtm (e s i-ms, m/z) : 537, 539 (m*+ 1 ) 

28 : N - (5-^cm-2-bfU v£2k> ~ N ' ~ [AjZ [(6, 7->>'^ 
h^y-4-^;'J^) ±±jd ~2, 3-y/^7i"JM ^|/7 
4- [(6, 7-y7h + y-4- + /U^) 3-^^^;PT- 
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U > (3. 0 0 g) S^pd*M (15 0ml), h 'JlW5> (6ml) 

y^PO^^XMUch'J^y> (2. 7 4g) £jJDAT 

o#ro«#Lifc. ^(c2-T^y-5-^Dntru> 5 > (2. 3 8g) 
Lfe 0 «£ET*«*esbT^€»n/ta$*, ^od^a/^^;-jp (20 

/l) tliny'J^yj^DT K^7!7^— £«fcDHfi*U mm<Dik^m%: 
3. 4g. iR*7 7 

'H-NMR (CDC 1 3, 4 0 0MHz): 5 2. 16 (s, 3H), 2. 3 
8 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J 
= 5. 4Hz, 1H), 6. 89 (d, J = 8. 8Hz, 1H), 7. 04 (d, 
J = 8. 8Hz, 1H), 7. 44 (s, 1H), 7. 6 2 - 7. 6 8 (m, 2H). 

7. 90 (d, J = 8. 8Hz, 1H), 8. 23 (d, J=2. 4Hz, 1H), 

8. 45 (d, J = 5. 4Hz, 1H), 8. 50 (s, 1H), 11. 23 (b 
r s , 1 H) 

HS##HS (E S I - MS, m/z) : 4 7 9, 4 8 1 (M' + 1) 
^MffiJ 2 9 : N — (5 - y'n^E- 2 — fcf U $£2k> ~ N ' ~ {4-r (6, 1 - is 

4-[ (6, 7-y^h + y-4- + yj^) t+y]-2, 3 - S^^TX 
U > ( 1 2 Omg) nnzK;i/A (lOml). h 'Ji^7S> (1ml) {c 
mm-VTz.m, yi70D^^>t:^LithU*7y> (11 Omg) ^iin^T 3 
0#fBJMTiffi#Lfc. *l:2-7$7-5-7 , nteiJy> (19 2mg) & 

T#Sftfcg&£«\ 2uwfc)ljU/*& (9 1/9) -vmfflTZi'VJJt' 
7^1 o 

'H-NMR (CDC I3, 40 0 MHz) : 5 2. 16 (s, 3H), 2. 3 8 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 31 (d, J = 5. 1 
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Hz, 1H), 6. 96 (d, J = 8. 5Hz, 1H), 7. 03 (d, J = 8. 

8Hz, 1H), 7. 45 (s, 1H), 7. 64 (s, 1H), 7. 75-7. 7 

7 (m, 1H), 7. 89 (d. J = 8. 8Hz, 1H), 8. 31 (d, J = 2. 

4Hz, 1H), 8. 45 (d, J = 5. 4Hz, 1H), 8. 81 (s, 1H), 

11. 17 (brs, 1H) 

K*##tM (E S I -MS, m/z) : 5 2 3, 5 2 5 (M'+ 1) 
nMM3 0 : N — {4-r (6, 7 h^->- 4 -^7 'J ;[/) ^->l-2, 

3-y^^7xr^} — N ' - (2-^h^y7x-;i/) frl^T 

4-[ (6, 7-^h + '>-4- + ;ij;W t*->]-2, 3-^^7- 
U> (120mg) 5^nn*M (10ml) fc^L, 2-^h + y7x~ 
JKVy7t-h (60m 1) Sira^T^iST— SJMfC^/- 

mg, iR^ 7 5 %Tf#fco 

•H-NMR (CDC 1,, 400MHz): <52. 16 (s, 3H), 2. 32 (s, 
3H), 3. 81 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 
25 (s, 1H), 6. 26 (d, J = 5 . 4Hz, 1H), 6. 85-6. 87 
(m, 1H), 6. 9 7 - 7. 0 7 (m, 4H), 7. 41 (d, J = 8 . 5Hz, 
1H), 7. 44 (s, 1H), 7. 62 (s, 1H), 8. 15-8. 17 (m, 
1H), 8. 45 (d, J = 5. 4Hz, 1 H) 

ffg##Hi (E S I -MS, m/z ) : 4 7 4 (M'+ 1 ) 
nMM3 1 : N — { 4 — r ( 6 , 1 -V* h*is- 4 U ;|/) :^4^>1- 2, 

3-y^^;i/7xZjl/} — N ' - (2-^fJI/7iZ;i/) ^1/7 

4-[ (6, 7-y^h + ->-4- + ;U;i/) t*y]-2, 3-^*3^7 — 
U > ( 1 2 0 m g ) ^^DD (1 0ml) Izfeffi L , o_- h ;W y -> 

T~y— h (5 5 m i) SiraATMT— i»it#Lfc. sjt£?«t^ ^ / -;u£2ja*., 

lOX- 5\>H£fln*.fc. tFffflbfcJgASttlRL, »ft^l3 0mg, iR 
$70 %Tt#fc 0 
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'H-NMR (CDC U 400 MHz): <52. 12 (s, 3H), 2. 22 (s, 
3H), 2. 26 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
2 3 - 6. 2 8 (m, 3H), 7. 02 (d, J = 8. 5Hz, 1H), 7. 14 
-7. 17 (m, 1H), 7. 2 4- 7. 2 9 (m, 2H), 7. 43 (s. 1H), 
7. 49 (d, J = 8. 5Hz, 1H), 7. 60 (s, 1H), 7. 63 (d, 
J = 7. 3Hz, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

SfSrfrtffM (E S I -MS, m/z) : 4 5 8 (M'+ 1) 
^MM3 2 :N- (4 - ^PP - 2 - ^)V7^l— )V) -N' - {4~r (6, 
7->7h^y-4-^yiJ^) :t^>1-2, 3 - v?* 5P;P!7 x ~ ^7l/7 
4-[ (6, 7-y^h + y-4- + yjJW t+y]-2, 3 -^^^l/T — 
U > ( 1 2 Orag) £^ PP*;i/A (10ml), h UiW5> (1ml) 
?£#PL£:^ S>^PP^>^^?L7t h U*xy> (llOmg) Z1jq?LT 3 
O^r^^^Tf^^L/io ^('4-^DP-2-p<^;i/T-U> (130ul) £ 

Tf#e>nfcSI2£, Znn^jiA/*? ;-)V (91/9) TSffi-r-5->'J^y 

)1>?U^ 4 -IZ^VmML, ^i©fb^^l 3 6mg, i«7 5%T 

'H-NMR (CDC1 3) 400 MHz): 52. 14 (s, 3H), 2. 18 (s, 
3H), 2. 27 (s, 3H), 4. 05 (s, 3H), 4. 07 (s, 3H), 6. 
24 (d, J = 5. 4Hz, 1H), 6. 33 (s, 1H), 6. 40 (s, 1H), 
7. 03 (d, J = 8. 5Hz, 1H), 7. 19-7. 21 (m, 2H), 7. 
4 2 - 7. 4 4 (m, 2H), 7. 60 (s, 1H), 7. 65 (d, J = 9. 0 
Hz, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 

WMfrffiife (E S I -MS, m/z ) : 4 9 2, 4 9 4 (M'+ 1 ) 
mmW'\3 3 : N— { 4 - f (6, 7 - * h * zs- 4 - ± J U )V) ?j-^>l- 2, 
3 -iy^^Jly^-Jl} -N' - (2-bT'J^;i/) U-7 

4-[ (6, 7-^ K^^-4-^y U;U) -**is]-2, 3-^*^)17- 
U > (1 2 Omg) Sr^7 PPzKJl/A (10ml), MJ I^JH5> (1ml) fC 

^ODj*^>US»LfcMJjft;*y> (11 Omg) ^i^T3 
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o#raMTi!#i,&. *i:2-75/tfUy> (io4mg) ^*da> -mm 
mmm v fc„ £ ^ ^ / -ju&m*. > mj£t?§^ £ g£ b t?# e nfc^ $ * , 
?uu*)vi±/ (9i/9) Tjgwr5->u^y;i/^ov h^7^ 

— fc:J:£)««U &m<Dik&Q!l& 7 2mg, JK^4 4%Tf#£„ 
•H-NMR (CDC 1 3, 4 0 0MHz); 52. 16 (s, 3H), 2. 41 (s, 
3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 32 (d, J = 5. 4 
Hz, 1H), 6. 9 2 - 6. 9 8 (m, 2H), 7. 04 (d, J = 8. 8Hz, 
1H), 7. 44 (s, 1H), 7. 65 (s, 1H), 7. 6 7 - 7. 6 9 (m, 
1H), 7. 97 (d, J=8. 8Hz, 1H), 8. 2 5 - 8. 2 7 (m, 1H), 
8. 45 (d, J = 5. 1Hz, 1H), 8. 72 (s, 1H), 11. 77 (b 
r , 1 H) 

IMffi (ESI-MS, m/z):44 5 (M'+l) 

mmm_3 4 n- u -r (6, 1 -v* h^->- 4 u;to ^->i- 2, 

Z -i?*?-)l~7 -1ST - (5-^fjl/-2-^UyJl/) 

4-[ (6, 7-y7h + y-4- + yUJW t+yj-2, 3-y7^7- 
U > ( 1 2 Omg) &^DD*j|/A (10ml), h "Jl5 1 Jl/75> (1ml) fd 
igflPl/fcSt v f ^PD^^>tC*»L7tHU*^y> (11 Omg) £2JD7lT3 
0#|HJMTflM£Lfc. -757- 5 -fcfD U > (12 Omg) £2JDA, 

nfc^ss, ^ □D^A/^^;-ii/ (9i/9) T?Jsiwr*>'U*y;i/^n 

^ htf^y 4 -lZ£Ommi>, «l(7){M§12 2mg > IR2(S 7 2 %Tf#fco 
'H-NMR (CDC 1,, 4 0 OMHz) : 52. 15 (s, 3H), 2. 28 (s, 
3H), 2. 39 (s, 3H), 4. 04 (s, 3H), 4. 07 (s, 3H), 6. 
32 (d, J = 5. 4Hz, 1H), 6. 90 (d, J = 8. 3Hz, 1H), 7. 
02 (d, J = 8. 8Hz, 1H), 7. 43 (s, 1H), 7. 45-7. 48 
(m, 1H), 7. 64 (s, 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 
06 (d, J = l. 5Hz, 1H), 8. 44 (d, J = 5. 4Hz, 1H), 9. 
2 3 ( s , 1 H), 11. 7 7 (b r , 1 H) 
m&ftffiM (FD-MS, m/z) : 4 5 8 (MO 
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mffiM3 5 : N— {4-r (6, 7 h^->-4 U )V) ^'>1- 2, 
3-^^f^7iz;i/} — N ' - (6 ~^)V- 2 - b°'J 2M 

4-[ (6, 7-y/h + y-4-^yj;V) t^y]-2, 
U> (1 2 Omg) ^^DD^;UA (1 Oral), h ijlf^75 > (1ml) 
igflPLfcffe* >^PD*^>£&fl¥b& h 'J*xy> (11 Omg) ^in^.T3 
0$MHJ&iIT»#L&. #K:6-75/-2-fc?ny > (12 Omg) %m?L. 

—mumwmi>rz. Kf&mz*? mj£Tmm^^LT^^nrz 

^□□*M/7t h> (4 0/6 0) TIit^yU*f;^DTh 

'H-NMR (CDC 1,, 4 0 0 MH z ) : 6 2. 16 (s, 3H), 2. 44 (s, 

3H), 2. 54 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 3H), 6. 

32 (d, J = 5. 4Hz, 1H), 6. 61 (d, J = 8. 3Hz, 1H), 6. 

82 (d, J = 7. 6Hz, 1H), 7. 04 (d, J = 8. 8Hz, 1H), 7. 

44 (s, 1H), 7. 5 3 - 7. 5 7 (m, 1H), 7. 65 (s, 1H), 7. 

79 (s, 1H), 7. 99 (d, J = 8. 8Hz, 1H), 8. 44 (d, J = 

5. 1Hz, 1H), 11. 7 6 (b r, 1 H) 
Wmftffim (FD-MS, m/z):4 5 8 (MO 

mMM3 6 : N- {4 - [(6, 7 - hlris- 4 V )U) ^^x] - 2, 
3->7f;i/7i-;H -N' - (4-/h^y7x-J^) 

4- [(6, 7-^N*y-4-*yj;i/) t+J^] -2, 3-^*^7=. 
U > (10 Omg) £y-DD*;PA (4ml) KigflSLfc^ 
—MVi/T-f—b (60 u 1) SJBATSIT-lftElSl/fc. «EETJSJJSG&e 

ImX, #fffiLfej5tlRS!R5lia!3aL, 1 15mg, iK^7 8%Tt# 

'H-NMR (CDC 1 3) 4 0 0 MH z): (5 2. 02 (s, 3H), 2. 30 
(s,3H), 3. 76 (s, 3H), 4. 06 (s, 3H), 4. 12 (s,3H), 

6. 46 (d, J = 6. 3Hz, 1H), 6. 78 (d, J = 9 . OHz, 2H), 
6. 91 (d, J = 8. 8Hz, 1H), 7. 39 (d, J = 9. OHz, 2H), 
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7. 67 (s, 1H), 7. 69 (d, J = 8. 8Hz, 1H), 7. 92 (s, 
1 H), 8. 2 0 - 8. 2 3 (m, 1 H) 

fl^ffl (E S I —MS, m/z ) : 4 7 4 (M* + 1 ) 
^ti&M3 7 : N— (2, 4-y7jl/tQ7xZJl/) — N ' - (4- [(6, 7-^ 
^h^y-4-^y'JJ^) ^->1 -2, 5 -^^;^:7j:-;H 

4- [(6, 7 h^^-4-^yj;i/) 5*-*^] -2, 5-^?^ 
U> (2 0 0mg) ZZuu^JUA (15ml) {C?g$?L7c^ 2, 4-^^;i/ 
t0 7x-MVy7t-h (88M) ^JP^TMil^^ 1 UfKL/i. 

^PD^;i/A/Tir h> (4/1) TftH§-f3 5> U j]?)V>7 0-7 h ^ 7 
^-fCcfcDISKU mm<Dit^^ 2 8 7mg, »9 7%Tf#7 u c 0 
'H-NMR (CDC 1 3 , 4 0 0 MHz) : 6 2. 17 (s, 3H), 2. 26 
(s,3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 31 (d, J = 
5. 4Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 
00 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 59 (s, 
1H), 8. 05-8. 13 (m, 1 H), 8. 47 (d, J = 5. 4Hz, 1 H) 

Kfi##fM (FD-MS, m/z): 4 7 9 (MO 
gj»J3 8:N- {4- [(6, 7 -y* h^>- 4 -^y ij - 2 , 

4- [(6, 7-y^h + y-4- + /iJJW - 2 , 5-iS*^)l7~ 

'J>(15 0mg) S^nn^A (13ml), hUx^75> (1. 5ml) 
fc»A?Ljfcffc, ^nnsfc^Afc&flPLfc MJsfc*y> (15 1mg) £#n*_T, 
flPf&MflftS: 5 ^ffflLfc. ^Cn -7°D tf;PT5 > (3 3mg) ^SP^.T, $6(3 
iPMiloft^ 2 B#fBJL£. S^fcfiftl^lftTK*^- h U ^AT^mt&^m^^ Vtf 

&nnft)U&/T±h> (4/1) TIP3t§y'J^y;^DTh^77^-l: 
«fc0*it®IU mmoit^m^ 1 7 8mg, JR$9 5%Wc. 
'H-NMR (CDC 1 4 0 0MHz) : 6 0. 94 (t, J = 7. 3Hz, 3 
H) ,1. 51-1. 65 (m, 2H), 2. 15 (s, 3H), 2. 26 (s, 
3H), 3. 21-3. 28 (m, 2H), 4. 05 (s, 3H), 4. 06 (s, 
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3H), 4. 6 3 -4. 6 9 (m, 1H), 5. 97 (s, 1H), 6. 31 (d, 
J = 5. 1Hz, 1H), 6. 98 (s, 1H), 7. 43 (s, 2H), 7. 58 
(s, 1H), 8. 46 (d,J = 5. 4Hz, 1 H) 
MMftffiM. (FD-MS, m/z): 4 0 9 (MO 

mmm_3 9 : n- (4-^dd- 2 -^^;^^^-;^) -n' - u -r (6. 

4-[ (6, 7->7h + y-4-^y'j;i/) 5-^^^Jl7~ 
U > ( 1 0 Omg) ^^7 dd/Jn^A (10ml), h iJxf^TS > (1ml) \Z 
mMLfcm. y^DO^^>l:i§)|LfchiJ^y*> (9 2mg) £jjP7LT3 0 

#ra£irr?flM£L;fc. ^;4-^Dn-2-/^7-U >(4 4 # i ) ^p*., 

7c. f/rtf}L/i*§il£7J§?3lU mm^t^^l 1 8mg, iR^7 8%Tf#7c» 
'H-NMR (CDC 1 3, 4 0 0MHz) : <5 2. 16 (s, 3H), 2. 21 (s, 
3H), 2. 23 (s, 3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 
28 (d, J = 5. 4Hz, 1H), 6. 30 (s, 1H), 6. 32 (s, 1 H), 

6. 98 (s, 1H), 7. 2 2 - 7. 2 3 (m, 2H), 7. 43 (s, 1H), 

7. 58 (s, 1H), 7. 5 9 - 7. 6 3 (m, 2H), 8. 45 (d, J = 5. 
1 Hz , 1 H) 

K»##rM (E S I -MS, m/z ) : 4 9 2 , 4 9 4 (M'+ 1 ) 
^»J4 0 : N — {4-r (6, 7-y?^ h^->- 4 -*J U ;IQ ±±v±zJL 
5-y^^7x_JH — N ' - (4-7 )l$TU- 2 - x.~)V) ^>UT 

4-[ (6, 7-y7h + y-4-^;'J;i') ^y]-2, 5-y^W^ 
U> (1 0 Omg) *J1/A (10ml), MJ JL^-)VT 5 > (1ml) tc 

y^DD^^>i:i§^LfchiJ*xy> (9 2mg) £JP;iT3 0 
#R8^i!&Tflfc#L£:. ^C4-7;^D-2-/5 1 ;i/7i:U> (42m 1) £2JP 
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'H-NMR (CDC 1 3 , 4 0 0MHz): 52. 15 (s, 6H), 2. 30 (s, 
3H), 4. 05 (s, 3H), 4. 06 (s, 3H), 6. 24 (s, 2H), 6. 

28 (d, J = 5. 1Hz, 1H), 6. 94 (s, 1H), 6. 96-7. 00 
(m, 2H), 7. 42 (s, 1H), 7. 4 9 - 7. 5 2 (m, 1H), 7. 58 
(s, 1H), 7. 64 (s, 1H), 8. 44 (d, J = 5. 1Hz, 1 H) 
«S:fr#rM (E S I -MS, m/z ) : 4 7 6 (M'+ 1 ) 

mffiM4 1 : N- {4-r (6, 7 -is* h^->-4-^7 U;|/) 2 , 

5->7fj|/7i-JH — N ' - (3-7MD-2-^H^->7x-;P) U 

z 

4-[ (6, 7-y^h + y-4- + / l JJW t+y]-2, 5-y/^7- 
U> (1 0 Omg) £^nn A (10ml), HJ x^;i^T ^ > (1ml) \Z 

mmi^rcW:, ^^nu^^>izmmvrcbv^7,y> (92mg) $mt3o 

^^^^TiS^L7Co ^l:3-7MD-o.-7iiyy> (4 4^ 1) 

Tf#£>n7cBI£&, ^Dn*;UA/T-ti h> (2/1) -T:mmTZ>>> ] )ftyjU5 
h^7^ -(Cct OiiL> Mc7Mfc£-#j£ 126mg, » 8 3 %T#7c D 
'H-NMR (CDC 1 3 , 400 MHz): 62. 16 (s, 3H), 2. 27 (s, 
3H), 3. 83 (d, J = l. 7Hz, 3H), 4. 04 (s, 3H), 4. 07 
(s, 3H), 6. 31 (d, J = 5. 1Hz, 1H), 6. 7 4- 6. 7 9 (m, 
1H), 6. 9 7 - 7. 0 3 (m, 3H), 7. 44 (s, 1H), 7. 57 (s, 
1H), 7. 60 (s, 1H), 7. 66 (s, 1H), 8. 0 2 - 8. 0 4 (m, 
1H), 8. 48 (d, J = 5. 1Hz, 1 H) 
KS^f/rffl (E S I - MS, m/z ) : 4 9 2 (M' + 1 ) 

mmm4 2 •. n- (4-r (6, i -v* h^->-4-^y u;io ?i-^>i-2, 

5-y7f;P7x-JH — N ' - (2-^^7x-J^) $ 1/7 
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4-[ (6, 7-y/h + y-4- + /iJJW t+y]-2, 5 - V*?-)VT— 
U> (10 Omg) £^PD*;i/A (10ml) ic&flPU o_- hMMVy 

T~r— v (4 6 ii i ) ^in^T^^T— mmfti-fco ^miz^^j—ji^Mx, 

«JEET^&£gSL/Tf§£tt;fc3S££:» ^PD^;i/A/Tir h> (2/1) TJg 
Ht5yU*^D7 h^7 7^-fCcfcD*MJU*JB©fb^#r* 1 1 lmg, 

jk^7 9 %-rf#^o 

'H-NMR (CDC 1 3) 4 0 0MHz) : <5 2. 12 (s , 6H), 2. 26 (s, 
3H), 4. 03 (s, 3H), 4. 05 (s, 3H), 6. 27 (d, J = 5. 1 
Hz, 1H), 6. 77 (s, 1H), 6. 81 (s, 1 H), 6. 91 (s, 1H), 
7. 11-7. 15 (m, 1H), 7. 22 (s, 1H), 7. 24 (s, 1H), 
7. 42 (s, 1H), 7. 59 (s, 1H), 7. 63 (d, J = 7. 8Hz, 
1H), 7. 68 (s, 1H), 8. 43 (d, J = 5. 4Hz, 1 H) 

Ri^fftt (ESI-MS, m/z):4 5 8 (M'+l) 
mffiM4 3 : N- {4-r (6, 1 -V* V* : y- 4-^7 U Jl) ^'>]-2, 

4-[ (6, 7 -v 5 ^ h^>-4-=*V U;P) ^^'>]- 2, 
U> (10 Omg) ^^do^M (10ml) fci§fl¥U 2-^h4 : ->7iZ 
MVyJt-h (49m 1) Sr^T— lftftl3!ft3B«ELfc. S^fStC^^y— ;U 
Srin*., iET^i&g£l/TH^n^S$S, ^PP*;UA/7-fe h> (2/ 

'H-NMR (CDC lj, 40 OMHz) : 6 2. 14 (s, 3H), 2. 24 (s, 
3H), 3. 75 (s, 3H), 4. 03 (s, 3H), 4. 07 (s, 3H). 6. 
31 (d, J = 5. 1Hz, 1H), 6. 8 4- 6. 8 7 (m, 1H), 6. 95 
-7. 03 (m, 3H), 7. 06 (s, 1H), 7. 44 (s, 1H), 7. 56 

(s, 1H), 7. 61 (s, 1H), 7. 63 (s, 1H), 8. 17-8. 20 

(m, 1H), 8. 46 (d, J = 5 . 1Hz, 1 H) 

nmftvtm (esi-ms, m/z) .-474 ar+ 1 ) 

^»J4 4 : N — (5 — ~7"P^E — 6 -*=?)V - 2 - fcf U 2ikj ~N' - { 4 - r(6, 
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4~[ (6, h + ^-4_^y rj^) ^-^, >] _ 2) g.^^^^-. 

•JXlOOmg) Sj^DD *;i/A (10ml), h U X^;i/T $ > (1ml) \z 
mMLfzm, ^□□^^>IMUchU^y> (9 2mg) £;fjn;LT3 0 
ftmMU-VMWLfco ^{C6-T5/-3-yD ; E-2-^^;i/tfU^> (6 9 
mg) SrflD;^ HT-mLfc. S^{3tSfnj^^7j<*^-h U^A?^^^ 

% Trifle 

'H-NMR (CDCh, 4 0 0MHz): 52. 18 (s, 3H), 2. 42 (s, 
3H), 2. 65 (s, 3H), 4. 06 (s, 3H), 4. 08 (s, 
3H), 6. 34 (d, J = 5. 4Hz, 1H), 6. 57 (d, J = 8. 5Hz, 
1H), 6. 98 (s, 1H), 7. 43 (s, 1H), 7. 62 (s, 1H), 7. 
70 (s, 1H), 7. 74 (d, J = 8. 5Hz, 1 H), 8. 05 (s, 1H), 
8. 46 (d, J = 5. 4Hz, 1H), 11. 17 (br, 1 H) 

mmmffm (e s i -m s , m/ z) : 537, 539 (m*+ 1 ) 

mmm4 5 ; N- (2, 6 - V* b*~>- 3 -e'Jy;^) -N' - (4 -r (6. 

7 h*~>- 4 IJJU) st3rz/]-2, 5 - >^ J-)V~7 x. ~ )V) OUT 
4-[ (6, 7-y7h + y-4- + y'JJW t+y]-2, 5-y^?^7^ 

'JXlOOmg) ZZanyfrJUA (10ml), h 'JiW5> (1ml) iz 
mMLfz&s y^nn^^>t:ig^bfchU^7-'> (9 2mg) £*JD;LT3 0 
ftmm&7:m.Wl>fz 0 *C3-7S/-2, 6-y/h + ylfUyX70mg) 

nn^Jl/ATtt/JiL, ^nn^;UAS^M±hU^AT^Lfc„ MJETM 

JI^MplTzo ffiliil'fzj&Mi&mML. Ii©ft^$ 1 2 4mg« W7 9%T 

'H-NMR (CDC I ), 400 MHz) : 6 2. 1 7 (s, 3H), 2. 2 7 (s, 
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3H), 3. 89 (s, 3H), 3. 95 (s, 3H), 4. 06 (s, 3H), 4. 
07 (s, 3H), 6. 31 (d, J = 5. 1Hz, 1H), 6. 34 (d, J = 
8. 5Hz, 1H), 6. 36 (s, 1H), 6. 74 (s. 1H), 6. 99 (s, 
1H), 7. 44 (s, 1H), 7. 57 (s, 1H), 7. 60 (s, 1H), 8. 
20 (d, J = 8. 3Hz, 1H), 8. 46 (d, J = 5. 1Hz, 1 H) 

»l^*rl (E S I -MS, m/z) : 5 0 5 (M*+ 1 ) 
mmM4 6 : N — {4- [(6, 7 - y^ h^y- 4 - ijj^) -2. 

4- [(6, 7-^h + '>-4- + /"j;W :t*~>] -2, 5-S^^X- 
U > (lOOmg) ZpnayiKJlsA (4ml) {C?^L7cf^> 4-^h + y7x 
-MV->7t-h (6 0// 1) SliDATSa-p-^Lfc. »JET»ttE*S 

SDA, flrffiLTcfcfcfSSrKSIi&jSU &8M<D<t&&J& 1 lOmg. iK^7 4%Tt# 

■H-NMR (CDC I,, 4 0 OMHz) : d 2. 0 7 (s, 3H), 2. 2 6 (s, 
3H), 3. 76 (s, 3H), 4. 03 (s, 3H), 4. 08 (s,3H), 6. 
39 (d, J = 6. 1Hz, 1H), 6. 80 (d, J = 9. OHz, 2H), 6. 
87 (s, 1H), 7. 36 (d, J = 9. OHz, 2H), 7. 55 (br, 1 
H), 7. 62 (s, 1H), 7. 6 7 (s, 1 H), 7. 80 (s, 1H), 8. 
19 (br, 1H), 8. 27 (d, J = 6. 1Hz, 1 H) 
SIMM (ES I-MS, ra/z): 4 7 4 (M'+l) 

^»J4 7:N- {4- [(6, 7 - yj* h^x-4-^7 'J ^) ^->] -2 
--hP^x-;P} -N' -7"D hf;^^ 1x7 

4-[(6, 7-yih + y-4-^yjJW^y]-2--hn7^ l JXl 
50mg) S^DD^A (10ml), h'JlWS> (1. 5ml) fcigfl? 
l/fcf£, d7 0DJix;UAtC®*Lfc h !J*^y> (14 4mg) £ftn*.T> MM 
Sit£5#MLfc. ^Cn -•/□hf;UT5 > (31mg) £jjn*_T, £ «=> fcSngftil 
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*;yA/T-feh> (4/1) -emfflT&isiJ fiirJl?UT htf?? J -lZ<kQffi 
©U 6 Omg, 8 6 %Tf#7c, 

'H-NMR (CDC 1,, 4 0 OMHz) : <5 1. 01 (t. J = 7. 5Hz, 3 

H) ,1. 5 9 - 1. 6 9 (m, 2 H) ,3. 2 7 - 3. 3 4 (m, 2H), 4. 

05 (s, 3H). 4. 06 (s, 3H), 4. 95-5. 01 (br, 1H), 6. 

47 (d,J = 5. 4Hz, 1H), 7. 43-7. 51 (m, 3H), 8. 04 
(d,J = 2. 7Hz, 1H), 8. 53 (d,J = 5. 4Hz, 1H), 8. 81 
(d,J = 9. 3Hz, 1H), 9. 7 4 - 9. 7 9 (br, 1 H) 
K*#tfH6 (FD-MS, m/z): 4 2 6 (MO 



tlM 4 8 : N — (2 , 4-y7MQ7x-^) — N ' - {4 - [(6, 7 - ^ 
^ h^v- 4 - - 2 -~ hU7x.-)V) vur 

4- [(6, 7 -v 5 ^ h + - + 7 UJl/) - 2 -P. hPT^U > ( 1 

0 Omg) £;y-pp*;yA (1 Oml), h'Jl^75> (1ml) fcigflPLfc 
ft, ^DD*M(:^UchU^y> (9 6mg) £Jn*.T, UPJ^iS^^ 5 
^IHILfc. ^1:2, 4-y'7MD7-'J> (4 5mg) ^Jn^T, $ 6 tdiOitft 

*;UA/T-tzh> (3/D TIffit5iiyij*y;i,/7D-?h^77^-i:c}; 

Oiil, ^JBtfMfc£-$f£8 lmg, iR^5 6%Tf#7Cc 

'H-NMR (CDC 1 4 0 OMHz) : 6 4. 0 5 (s, 3H), 4. 06 (s, 
3H), 6. 50 (d,J = 5. 1Hz, 1 H), 6. 91-6. 98 (m, 3H), 
7. 45 (s, 1H), 7. 49 (s, 1H), 7. 5 0 - 7. 5 4 (m, 1H), 
7. 8 8 - 7. 9 7 (m, 1H), 8. 05 (d,J = 2. 9Hz, 1 H), 8. 
54 (d,J = 5. 1Hz, 1H), 8. 77 (d,J = 9. 3Hz, 1H), 9. 
9 8 ( s , 1 H) 

KiMi (FD-MS, m/z): 4 9 6 (M') 



UMiffiH 9 : N- { 3 , 5-y7DD-4-f (6, 7 - * h^~>- 4 -=^y 
Ujk) ^-^->1^ — N ' - (2. 4-y7MD7i-JH ^7y7 

3, 5-y7DD-4-[ (6, 7-y^h + y-4- + ;UJW t+y]/' 
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U> (5 3mg) ZZunftJlA (5ml) IzmML* 2, 4-y'7J^07i 

^n^b^f^y^-iz^ommv, mm<Dfc&!&)&5 6mg, jr*5 7 4%Tt#7c„ 

'H-NMR (CDC 1 4 0 0MHz) : 5 4. 05 (s, 3H), 4. 09 (s, 
3H), 6. 26 (d, J = 5. 4Hz, 1H), 6. 8 6 - 6. 9 3 (m, 2H), 
7. 05 (s, 1H), 7. 44 (s, 1H), 7. 46 (s, 1H), 7. 60 (s, 
2H), 7. 64 (s, 1H), 8. 01-8. 05 (m, 1H), 8. 48 (d, 
J = 5. 4Hz, 1H) 

li^tiTi (FAB-MS, m/ z) : 5 2 0, 522, 5 2 4 (M'+l) 
g|»!)5 0:N- (2, 4-~J7)lstU7 — N ' - ( 2 - 7;W:frn - 4 

- (r6 h^->- 7 - (2-^7^u;ih^» - 4 -^y Ujjd^id 

7iZJH 7 1/7 

N- (2, 4-y7^D7i-Jl/) — N ' - { 2 - y)V^U - 4 - [(7-fc 
+ h^x-4-^y U;P) 7i^}7l/7 (2 0mg). 

j^&^U^A (7mg), 3 ^fb^- h 7 - n - 7? L )l>7> : E- OA (2rag), N 

- ^i^u >i£^4£ domg) £N, n-s^pWWu 

A7 5K (1ml) L 7 OCT-M^L/to EJS«fcflS?D h 

U ^ATK^f^^iO^., ^7 □ □ jfc;kkTJfi£BU ^7 oo^^AS^MtK^^v^^ 

/— ;K3 0/1) TIMtSi^y ij ot h ^77^f - Cck OIISl, 

SUcD-fb^S: 1 4rag, 1RJP5 7 %Tf#7c. 

'H-NMR (CDC 1 3, 4 0 0 MH z ) : 52. 57 (t, J =4. 4Hz, 
4H), 2. 88 (m, 2H), 3. 69 (t, J = 4. 4Hz, 4H), 3. 94 
(s, 3H), 4. 26 (t, J = 5. 9Hz, 2H), 6. 43 (d, J = 5. 
1Hz, 1H), 6. 7 7 - 6. 9 5 (m, 4H), 7. 35 (s, 1H), 7. 4 
3 (s, 1H), 7. 9 6 - 8. 0 2 (m, 1 H), 8. 13-8. 17 (m, 1 
H), 8 . 4 4 (d, J = 5 . 1 H z , 1 H) 

5 1 : N - (2-:frcm-4- {[6-^h^y-7 - (2-Wjyx 
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b±iS) -4-^/U;Ul 7x-J^) -N' - (2, 4-->^;P^P^ 

N- (2-^PD-4 - [(7-kFP^> - 6 K4^>-4 - + / U ;10 ;t 
4^>] 7x"JH -N* - (2, 4-^Jy)V^uy^~)V) r>i/T (1 7 4mg) 
£N, N-y^fJ^A75H (9ml) £?g*j?L/c^ ^TjU^A (64 
mg), 3 r 7^^h7-n-y^;i/T> ; E-^A (14mg), N- (2-^no 

x^-;w ^e;u^u>^^ (8 6mg) ^Jn^.7co 7 o x:t: l 7 mm&W^ R 

^ nnzK^A/^^y-^ (20/1) -vmrnTz-yo xyji? 

-fCcfcDff®!U mmoiik-BlVoZ: 7 5mg, 3 5 %T#7Co 

'H-NMR (CDC 1,, 4 0 0 MH z ) : 5 2. 6 0 - 2. 6 7 (m, 4H), 
2. 95 (t, J = 6. 0Hz, 2H), 3. 71-3. 79 (m, 4H), 4. 
01 (s, 3H), 4. 33 (t, J = 6. 0Hz, 2H), 6. 50 (d, J = 
5. 1Hz, 1H), 6. 8 5 - 6. 9 7 (m, 2H), 7. 09-7. 17 (m, 
2H), 7. 2 2 - 7. 2 7 (m, 2H), 7. 42 (s, 1H), 7. 50 (s, 
1H), 7. 97-8. 01 (m, 1H), 8. 28 (d, J = 9. 0Hz, 1H), 
8. 5 1 (d, J = 5. 1Hz, 1 H) 

MMfttifm (ES I -MS, m/z) : 5 8 5, 5 8 7 (M* + 1) 
mffims 2 : N- (2, 4-/7MD7i-^) -N' - (4 - {[6 -;< b^ 

~>- 7- (2 -^;t/fru yx -4-^yj;w] ^->} -2, 5-^y 

N- (4- {[7- (^>v;U:<t-^» - 6-/h + y-4- + ;UJH ^->} 
-2, 5-y^f^7x"J» — N ' - (2, 4 - i?7)U* D 7 ni - )V) <? UT 
(3 6 6mg) £N, N-y/fWA7SF (6ml) fc:Jg#U 7K^{b/\° 
^>^A (3 6 6mg) 7X^flia^:T^^Tr 1 f&jf# Lfc, MEET7&£* 

^SL^Dom, y^/-;Kc^?L, iz^-f hiffij&L/Co "Aiz, MEET 
^i^^Sltf^n^^ (2 13mg), m^U^A (I09mg). 3^7 
h^-n-y^jyt-^A ( 1 2mgh N- (2 -^odi^) ^E;i/ 
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2fcU>4M64i[ (7 4mg) £N, N-y7fMM75 K (5ml) Kigfipi, 

LTf#^n^^$€r, ^nDMA/^^y-^ (10/1) Tlit^fly 

V*?J]'#n-?htf77>(—\zJ:ommi,* »f^#j^l0 6mg, JRJ&5 
5 %Trf#7c. 

'H-NMR (CDC13.4 0 0MHZ): 52. 17 (s, 3H), 2. 27 (s, 
3H), 2. 64 (t, J=4. 6Hz, 4H), 2. 96 (t, J = 6. 0Hz, 
2H), 3. 76 (t, J=4. 6Hz, 4H), 4. 03 (s, 3H), 4. 34 
(t, J = 6. 0Hz, 2H), 6. 31 (d,J = 5. 4Hz, 1H), 6. 4 
7 (s, 1H), 6. 81-6. 92 (m, 3H), 7. 00 (s, 1H), 7. 4 
3 (s, 1H), 7. 54 (s, 1H), 7. 58 (s, 1H), 8. 05-8. 1 
2 (m, 1H), 8. 47 (d, J = 5. 4Hz, 1 H) 

H»J 53 : N- (4 - {[6-^S^->-7 - (2 -^'jyxh^y) - 4 
ZL±Z21M **^} -2, 5-y^fJl/7xZj|/) — N ' - (2-^h^->7 

N- (4- {[7- (^>i^;t^» -6-* h + y-4- + ;iJ^] 
-2, 5-y7f^7x-JW — N ' - (2-^h + ->7i-JW OUT (3 6 
3mg) £N, N->7fMM7SH (6ml) fomitrt^W 
A (3 6 3mg) £;&nx., tK*»HSCTMT 1 Sfe&# L7c„ MJ£TM££^£ 

SSLTfentS^ (1 9 lmg), «Bft*U^A (2 1 9mg), SOitzrh 
^- n-y^-JUY>=E~OA (1 2mg), N — ^E;i^'J> 
( 1 4 8mg) £N, N-y/?MM7 = K (5ml) 7 0 

&*>tircm£&. 2uu-fc)),&/*? (10/1) TlitSiiyU* 

^^D7 h^77^-t;iDilL, SlO{^«10 1mg, iR^5 5% 
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'H-NMR (CDC 1,, 4 0 0MHz) : 8 2. 17 (s, 3H), 2. 28 (s, 
3H), 2. 64 (t, J=4. 5Hz, 4H), 2. 96 (t, J = 5. 9Hz, 
2H), 3. 76 (t, J=4. 6Hz, 4H), 3. 83 (s, 3H), 4. 04 
(s, 3H), 4. 34 (t, J = 6. 0Hz, 2H), 6. 30 (d,J = 5. 
4Hz, 2H), 6. 86-6. 90 (m, 1H), 6. 96-7. 06 (m, 3 
H), 7. 16 (s, 1H), 7. 43 (s, 1H), 7. 57 (s, 1H), 7. 
59 (s, 1H), 8. 11-8. 16 (m, 1H), 8. 46 (d, J = 5. 4 
Hz, 1H) 

HMffiJ5 4 : N- (2-^7DD-4 - {f6 h^>- 7 - (2 h^z/X. 
h-^x) -4-^y'JM^'>} 7x~;i/) — N ' - (2, 4-z/7)V*U7 

(2ml) \Zi^mitir h U ^7 A (6 0w%, 1 5 3mg) 

Srin^., 6 0t:-e3 0^jiMMiiu, 4-7$;-3-^nD7xy-jH 

(3 4 3mg) £Jn*.^iaT 1 O^it^LTCo ^Kli/p^I/TJl/tfc+v K (2 
ml) tC?g^L7c4 □□- 6 h + x- 7 - (2-^ h + ylh + y) + 
yj> (2 54mg) £2jnA 1 1 0*CT— Ifti**^ L/ 7c. SJEHcfczlcSUDTL* □ □ 

zK;UA/7ir h> (7/3) ~> U l)¥)Uf7 u v h ^ y j -(c<fc 0 ffi 

it« 2-^DP-4- {[(6 S^>- 7 - + + -4 

- + ; i JJ^y) 7^U>^iM<i:tl)^3 3 2mg^#fc„ ^CO 
^8 3mg?:^DD*M (5ml) lz:$gfi?U 2, 4-y7J^D7i-JP 

-ry->7t-h (32m i) zmz-T—mtamnffiLfc. mmTmm^m^Lx 
»e>nfc?ss*, ^□□*;PA/y-feh> (2/1) Tiiti>y'j*yji/7o 

'H-NMR (DMSO-d., 400MHz) 53. 75-3. 77 (m, 2H), 
3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m, 2H), 6. 55 (d, J = 5. 
1Hz, 1H), 7. 0 4- 7. 0 9 (m, 1H), 7. 2 5 - 7. 3 6 (m, 2 
H), 7. 42 (s, 1H), 7. 50 (s, 1H), 7. 51 (s, 1H), 8. 
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09-8. 15 (m, 1H), 8. 24 (d, J = 9. 0Hz, 1H), 8. 49 
(d, J = 5. 4Hz, 1H), 8. 82 (s, 1H), 9. 31 (s, 1 H) 

5 : N- (2 an- 4- {f 6 - * K^->- 7 - (2 h^->X 

^j:-;^) -N' - (2 h^y7xZJ|/) 

1x7 

zy^^JlT.Jly^^riy H (2ml) fC7KSKb^ h U ^A (6 0w%, 1 5 3mg) 

6 0°CT3 0 U 4-757- 3-^nD7i/-M 
g£g (3 4 3mg) ^riJO^^^Trl 0#jt#Lfc o ¥ * ^)V7,)V^ is K (2 
ml) (Mtt4-^OD-6-;h4 : y-7- (2-^ h^ylh + y) ^ 
7U> (2 54mg) £;&n;i 1 1 0 W-mWlW Lfz, KmimZ7k*m?L>7 p p 

*;uA/7-trh> (7/3) -ejRwr*^u*y;p^pvh^77-f — K:«fco« 

ML, 2-^po-4- {[(6-^h^^>-7- + + -4 

^8 3mg^i?no*M (5ml) Kjg^L, 2 h + y7i"JH V ~> 
7:r— h (3 5 til) &1lQA.T—mamMffilstZ. «JET««SeSLT»en 
7cB££, ^7PPzK;UA/7il h> (2X1) TlPitS ~> U tl*f)V{7 D? h ^ 

'H-NMR (DMSO-d s , 4 0 0MHz) (5 3. 7 5 - 3. 7 7 (m, 2H), 
3. 90 (s, 3H), 3. 94 (s, 3H), 4. 2 7 -4. 2 9 (m, 2H), 
6. 55 (d, J = 5. 1Hz, 1H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 
2 4- 7. 2 7 (m, 1H), 7. 42 (s, 1H), 7. 48 (d, 3 = 2. 7 
Hz, 1H), 7. 50 (s, 1H), 8. 08-8. 11 (m, 1H), 8. 18 
-8. 22 (m, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 99-9. 
0 3 (m, 2 H) 

ggfitaffij 5 6 : N - (2, 4-y7MD7x-Jl/) — N ' - (4 - {f6-^h 
*rz/-7- (2-/^->Ih^y) - 4 - ± J U ^kl±± '> ) ~2, 3 - v * 
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N- (4- {[7- (^>->*;M-=^» -6-^h^>-4-*/ij;^y] 

-2, 3-y^fjP7xZJl/) — N ' - (2, 4-y7MP7xZJW <j7l/7 
(2 1 3mg) £N, N-y7fMM75 K (5ml), h 'JX?;P75> ( l 

mi) ymit/i^wA (40mg) ttimTL, 7m^wm.Tm&-v- 

lET?t^2:®SLTf#bn/r^$ 1 8 4mg®^^©9 Omg^N, N-S?^ 
;i/*;i/AT5 H ( 1 . 5ml) £»#U ^ZWZitmt) U^A (3 2rag), 3^7 
h^-n - 7^;i/T>^E-^A (7mg), 2 JH-f^ 
(3 2mg) 7 0°CT-M^Lfe o ^^{Cfg?a^7j<*^- h U «>A 

7K?g^^in^.> ^ □ n*;uATfflttiU ^ n n^;i/A)I£M7j<^^'/^->^A 
#l£ 1 1 OragiL 

'H-NMR (DMSO-d., 4 0 0 MH z ) :<5l. 97 (s, 3H), 2. 1 
7 (s, 3H), 3. 31 (s, 3H), 3. 70 (t, J=4. 4Hz, 2H), 
3. 90 (s, 3H), 4. 21 (t, J=4. 4Hz, 2H), 6. 18 ( d , 
J = 5. 1Hz, 1H), 6. 9 5 - 6. 9 8 (m, 2H), 7. 22 — 7. 31 
(m, 1H), 7. 34 (s, 1H), 7. 51 (s, 1H), 7. 62 (d, J = 
8. 8Hz, 1H), 8. 03-8. 10 (m, 1H), 8. 36 (d, J = 5. 
1Hz, 1H), 8. 38 (s, 1H), 8. 79 (s, 1 H) 

mmm 57 n- (4 - {r6-p<h^>-7- (2-/htyxh^-» -4 

-^yj;H^-^'>} -2, 3 - V*=f-)\,~7 x.— )l>) — N ' - (2-^h^->^ 

N — (4- {[7- (^>^;i/^=^) -6-p< N + X-4- + / u;^^-^->} 
-2, 3-y/^7x-;W — N ' - (2-^h^y7x~^) -j7^T (16 
1 mg) N-v^^zK^AT'S K (4m 1 ), h Ux^75> (1ml) 

■fomtrtzrWK (3 2mg) £jta7L> *3fl»lgTtilT- ffti£# 

ttESrg^UT^nfca^ 2 2 3mg(D3*>CDl 1 Omg £N, N-S^^Mn 
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M75 H (1. 5ml) IdigflpU ^ ~ fCj^TJ 'J <^ A (2 3mg). atfflSr- 
n-y^Jiyy'E-^A (5mg), 2 jMf JH-fJI/ (2 

3mg) £iD^ 7 CCT-M^L/iio SlS*^fia*BISIK7K*^-NU^AzK* 

^L/Co »ffiT»«G£S£LTft&ftfc38S£, ^DD*;i/A/7t h> (2/ 
1) TSitSlfyiJijWn v h ^ 7 7 *r — fc «fc D U mm<Dik£>V>) 
£ 8 9rag#L 

'H-NMR (DMSO-di, 4 0 0MHz) : 5 2. 0 0 (s, 3H), 2. 1 
7 (s, 3H), 3. 70 (t, 3=4. 2Hz, 2H), 3. 83 (s, 3H), 
3. 90 (s, 3H), 4. 22 (t, J=4. 2Hz, 2H), 6. 19 (d, 
J = 5. 1Hz, 1H), 6. 81-6. 88 (m, 2H), 6. 94-6. 97 
(m, 2H), 7. 34 (s, 1H), 7. 51 (s, 1H), 7. 58 (d, J = 
8. 8Hz, 1H), 8. 07 (d, J = 8. 8Hz, 1H), 8. 36 (d, J 
= 5. 1Hz, 1H), 8. 48 (s, 1H), 8. 58 (s, 1 H) 
HMffJ5 8 : N — (2, 4-y7MD7xZJl/) — N ' - (4 - {[6-^H^ 
is- 7- (2-^F^yIh^ry-4-^;'JM ^S^} -2, S-Vt^fr 
7x.-)l) ^VT 

n — ( 4 — { [ 7 — (^y^)i^-^iy) - 6-* h*->-4-^/ u;u] 3-^->} 

-2, 5-y^?Jl/7x^) — N ' - (2, 4-y7MD7iZJW <>I/7 
(3 6 6mg) £N, N-y7fWA75F (6ml) fd^L, TfcKft^ 
95>£A (3 6 6mg) Sim*., **»!SlTf IT? 1 flftll^Lfc. MJ£T?£*ft 
^ibi'DO^A, y^/-;i4c?gfl?u -fe^-f haSifiLfc. MJ3ET 
»«£B£LT»5nfc3S£ (2 1 3mg), U 7A (109mg). 3^7 

fb^" h7-n - Zf^lVT >^E ~ ^ A (12mg). 2 -yn^IfjMf JH-f 
;i/ (40w 1 ) £N, N-y/fJ^ATS F (5ml) Cigl7 OtT 1 

fcjss*, ^ □□^;ua/ / ^ ;u (lo/D -vmmrz>mmi' i )tiy)i'2 

P-7 h^77^-Cj:0ifil, SlSOft:^* 1 2 4mg, IR$S 7 3 %Tt#7Co 
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'H-NMR (CDC 1,, 400 MHz): (52. 17 (s, 3H), 2. 26 (s, 
3H), 3. 49 (s,3H), 3. 90 (t, J=4. 8Hz, 2H), 4. 03 

(s,3H), 4. 34 (t, 3=4. 8Hz, 2H), 6. 30 (d, J = 5. 
1Hz, 1H), 6. 57 (s, 1H), 6. 81-6. 95 (m, 3H), 7. 0 
0 (s, 1H), 7. 43 (s, 1H), 7. 55 (s, 1H), 7. 57 (s, 1 
H), 8. 05-8. 14 (m. 1H), 8. 46 (d, J = 5. 4Hz, 1 H) 

nmftffiM (ESI-MS, m/z ) : 5 2 4 (M' + 1 ) 



9 : N- (4 - {[6-^h^>>-7 - - 4- 

±ZJJJk} Jr*^) -2. 5-y7^7xrjH -N' - (2-^h^'>7ni 

n- (4- ([7- (^>^;u^-^'» -6-y h*y-4-+yu^] ^-+^>} 

-2, 5->7f^7i-W — N ' - (2-^h + y7x-;W >>U7 (3 6 
3mg) $N, N-y^fJ^A7 5h* (6ml) fC?g#?U 7K^{fc/\°^>^ 
A (3 6 3mg) ^rJn^, tK^#H^T^^T 1 B&jft££ Ltc„ »JET»«ESe* 

SSLTH6n&«$ (1 9 lmg), «B6*U^A (1 1 Omg), H'Xfc^h 
7- n -^JV7>=E=L^A (1 2mg), 2 - (8 
Omg) £N, N-y^fM;PA75 K (5ml) CiliL7 OtTl W 
L7co «JEETJSttE*SacL, f#£>n7c8l£ KDfc Simile a nftjl A TttiiS U ^ 

£, 70D^A//^;-^ (10/1) Tliit§iiyiJ)!jmD7h 
^77^-iaDffifil> mmcDik^Vo* 1 2 8mg, i«7 6%Tt#7~ 0 
'H-NMR (CDC 1,, 4 0 0MHz): 52. 17 (s, 3H), 2. 28 (s, 
3H), 3. 49 (s, 3H), 3. 83 (s, 3H), 3. 90 (t, J = 4 . 8 
Hz, 2H), 4. 04 (s, 3H), 4. 35 (t, J=4. 9Hz, 2H), 6. 
30 (d,J = 5. 4Hz, 1H), 6. 33 (s, 1H), 6. 86-6. 90 
(m, 1H), 6. 9 6 - 7. 0 6 (m, 3H), 7. 17 (s, 1H), 7. 43 
(s, 1H), 7. 56 (s, 1H), 7. 58 (s, 1H), 8. 12-8. 17 
(m, 1H), 8. 45 (d, J = 5. 1Hz, 1 H) 
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m&ftVtM (E S I -MS, m/z) : 5 1 8 (M*+ 1) 

flflgfll 6 0 : N - (4- {17- (^>S>';i/^-^-» - 6 - pt b*ris- 4 

UjklM^id ~2, 3-y/^7x_^) — N ' - ( 2 - ;* ~>7 x n;i/) 

4- {[7- (^>i^;i/^-+-» -6-* h^>/-4- + 7'j;i/]t+y} -2, 
3-z?*^)VT— x ) y (2 6 Omg) £N, N-^?JWA75 K (5ml) 
fCjgflPl/ifcgL 2-^h + y7xZJKVy7t-h (116mg) ^JDtLT^ 

Sil/T^&nfciSSS, ^ nn^l/A/Tiz h > (2/1) -CJlUgT&^Jf :> 
•J^y^^nv V if 7 7 4 — {CcfcOIKfWL, IlOfb^^l 6 9mg, 
7 %Tt#fe 0 

'H-NMR (DMSO-d.,4 0 0 MH z): 51. 99 (s, 3 H), 2. 0 
2 (s, 3H), 3. 83 (s% 3H), 3. 90 (s,3H), 5. 25 (s, 2 
H), 6. 18 (d, J = 5. 3Hz, 1H), 6. 81-6. 87 (m, 2H), 
6. 95 (d, J = 6. 1Hz, 1H), 7. 2 9 - 7. 5 9 (m, 7H), 8. 
07 (d, J = 6. 1Hz, 1H), 8. 35 (d, J = 5. 3Hz, 1H), 8. 
48 ( s , 1H), 8. 58 (s, 1H) 

mffi&\6 1 :N-{2-^DD-4-[(6, 1 h^y-4-^tV''J-^) 
j^vj 7x.-)l) -N' - (2, 4-y7MD7iZ;W 

2-/70D-4 - [(6, 7-y/h + y-4-+tyU-^) :*=^>] Tn'J 
> (2 14rag) ^^□□^M (5ral) iCiiLfci, 2, 4-y7Mo 
7x-JKVy7t-h (18 0m 1) ^in^.T 7 0°CT-4B#^S^L7Co ^Z. 
l;^iOI-fi^JDA, #rfflLifc2£JK£©3l»iBU ^Hc7Mb€r#j£ 1 4 6m 
g, W4 6 %Tt#7Co 

'H-NMR (DMSO-di, 4 0 0 MH z ) : 6 3 . 98 (s, 3H), 3. 
99 (s, 3H), 7. 03-7. 10 (m, 1H), 7. 2 8 - 7. 3 7 (m, 
2H), 7. 40 (s.lH), 7. 56 (s, 2H), 8. 08-8. 21 (m, 
2H), 8. 57 (s, 1H), 8. 80 (s, 1H), 9. 30 (s, 1 H) 
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H*##rte (E S I -MS, m/z) : 4 8 7, 4 8 9 (M*+ 1 ) 
||j|ffSL6 2 :N-{2-^DD-4-[(6, 7-^^h^f>-4 - ^t'/'J^I/) 

> (5. 13g) ^^DD*J^ (100ml), h'Jl^7$> (50ml) 
fdig^LTcfg, ^OD^A (3ml) h U^7.y> (4. 5 9 g) 

OftmMWVfco ^l:n-7'Dt>7$> (2. 7 4 g) Jt^TLX, 

£l££LT#bn7»££, ^□□^A/^^/-Jl' (5 0/1) 
6 4 %Tl#fco 

'H-NMR (DMSO-d», 4 0 0MHz): 50. 91 (t, J = 7. 3Hz, 
3H), 1. 41-1. 53 (m, 2H), 3. 05-3. 12 (m, 2H), 3. 
97 (s, 3H), 3. 99 (s, 3H), 6. 99 (t, J = 5. 4Hz, 1 H), 
7. 22 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 38 (s, 1H), 
7. 46 (d, J = 2. 9Hz, 1H), 7. 54 (s, 1H), 8. 04 (s, 
1H), 8. 20 (d, J=9. 3Hz, 1H), 8. 55 (s, 1 H) 

(ES I -MS, m/z) : 4 1 7 (M'+ 1) 

|g»i)6 3 : N- (4 -f (6, 7 4 - ^t7U-^) ^^'>17 

xZJH — N' -Xf;i/^l/7 

4 - [(6, 7 h + y-4-+t , 7U-;W t+->] 7-'J>(5 0mg) 

£^oa*;i/A (3ml), h'jl^7 5> (0. 2ml) fc*fiPLjfc&, 

□ sfr;UAK:}gft¥L£: h'J*Xy>(5 0mg) £#n^LT^r£-e3 O^flSJ^Lfe. 

*i:xfjP7 5>Mi (6 9mg) £fiD7LT> $ etcM*?— lftift«iLfc. g 

fill/, iiOl^i^lOmg, iR*16J5?#fc. 

'H-NMR (DMSO— ds, 4 0 0MHz) : <5 1 . 07 (t, J = 7. 3H 
z, 3H), 3. 11-3. 14 (m, 2H), 3. 97 ( s , 3 H), 3. 99 ( s , 
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3H), 6. 10 (t, J = 5. 4Hz, 1H), 7. 14 (d, J = 9. 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d, J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 49 (br, 1H), 8. 53 (s, 1 H) 
St*##rfii (E S I -MS, m/z ) : 3 6 9 (M + + 1 ) 
^»!l6 4 : N- {4-r (6, 7 h±i^z 4 ~W'J 

jc-;u} -n' -ypbf;^i/7 

4- [(6, h + T-U> (5 Omg) 

£^PP*;!/A (3ml), h'Jl^75> (0. 2ml) fcigflPLfc^ 
n-fc)\,AlzmMl<fz b VftXtr> (5 Omg) SrinAT^iST 3 O^ffflflRj^ Lfe. 

> (2 i M i ) zm^t, J^ciST-ii^Lfc. sjtsse 

»fb^30mg, iK^4 7 

'H-NMR (DMSO-de, 4 0 0MHz) : 50. 89 (t, J = 7. 6H 
z, 3H), 1. 4 1-1. 5 0 (m, 2H), 3. 0 4- 3. 0 8 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 15 (t, J = 5. 9Hz, 
1H), 7. 15 (d, J=8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 48 (br, 1H), 
8 . 5 3 ( s , 1 H) 

RMfttifiB. ( E S I -MS, m/ z ) : 3 8 3 (M + + 1 ) 
^t&M6 5 : N-y'^-JU-N' - (4-r (6, 7-y^h^y-4-^t7'JZ 

4- [(6, 7-->*p< h^^-4-4 i ^-V , J-;i/) t^y] 7-'J>(5 0mg) 
S^DD^M (3ml). h'JX^75> (0. 2ml) \zmMLfz'&, 9 P 
ufrJlAlzmffilsfz b V*X5*> (5 Omg) SJnATSfflT3 0^W*J#Lfe. 

^tW75> (2 2m i) ^*n^x, sskm-?— wfeaw^Lfc. KiSttt 

ti©^ft^2 9mg, iK^4 3%T 5 f#fe 0 

'H-NMR (DMSO-ds, 4 0 0 MH z): 60. 91 (t, J = 7. 3H 
z, 3H), 1. 2 8 - 1. 4 7 (m, 4H), 3. 07-3. 12 (m, 2H), 
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3. 97 (s, 3H), 3. 99 (s, 3H), 6. 12 (t, J = 5. 6Hz, 
1H), 7. 15 (d, J = 8. 8Hz, 2H), 7. 37 (s, 1H), 7. 46 
(d, J = 9. 0Hz, 2H), 7. 55 (s, 1H), 8. 47 (br, 1H), 
8. 5 3 (s , 1 H) 

H*##HS (ES I -MS, m/z) : 3 9 7 (M + + 1) 
Ili6 6 : N- (4-r (6, 7 -v^ h^'>- 4 -^^-y'U -;|/) 
x~;P} -N' ~^>fJ^l/7 

4- [(6, 7-i?X h + ^-4-^i/U-;W T-U> (5 Omg) 

gr^nn^A (3ml), hUx^75> (0. 2ml) fCfg#?L7ct£, 
otf^AfcigfiSLifc h 'J^y>(5 Omg) $Jn^.tIiat3 0#wjfc#L£. 
^t75)b75> (26m 1) £2inx.T, $ & mM&Lfz. K&mz 

35JBtf>{fr&4&£2 lmg, W3 0%Tf#7io 

'H-NMR (DMSO-de, 4 0 0 MH z ) : (30. 89 (t, J = 7. 1H 
z, 3H), 1. 2 7 - 1. 4 7 (m, 4H), 1. 41-1. 48 (m, 2H), 
3. 06-3. 11 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 13 (t, J = 5. 6Hz, 1H), 7. 15 (d, J = 9. 0Hz, 2H), 

7. 37 (s, 1H), 7. 46 (d, J=8. 8Hz, 2H), 7. 55 (s, 
1H), 8. 47 (br, 1H), 8. 53 (s, 1 H) 

K*#tHfi (ES I -MS, m/z) : 4 1 1 (M + + 1) 
^»J6 7 : N- (sec-^^JU) -N' - { 4 -f (6, 7 - >>^ h^->- 4 - 

4- [(6, 7-5>* h + ^~>] T-'J> (5 Omg) 

^^□d*J1/A (3ml), h'JX^7 5> (0. 2ml) Jzigfl? L7c^ 
u-fo)VK\ZTfef&Vfz. b 'J*xy> (5 Omg) ^^P^.T^MT3 0 # L7t, 

^fZsec-^^TS > (2 3 m 1) £2jnAT, S6l:Sl7?-lfti^Lfc. SJS 

I. Ii©M^3 3mg, iR^4 9 %Tf#7Co 

'H-NMR (DMSO-ds, 4 0 0MHz) : <5 0. 88 (t, J = 7. 3H 
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z, 3H), 1. 08 (d. J = 6. 6Hz, 3H), 1. 4 0 - 1. 4 7 (m, 
2H), 3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 5. 98 (t, J = 8. 1Hz, 1H), 7. 15 (d, J = 9. 0Hz, 
2H), 7. 37 (s, 1H), 7. 46 (d. J = 9. 0Hz, 2H), 7. 55 
(s, 1H), 8. 38 (s, 1H), 8. 53 (s, 1 H) 
MMfrffim (E S I -MS, m/z) : 3 9 7 (M + + 1 ) 
^ffiM6 8 :N-T'J;^-N' - {4-r (6, 7 - j? * K4^>- 4 y'U - 

4- [(6, 7-5>* h + y-4-+tyiJzjW T~U>(5 Omg) 

£^dp*;L>A (3ml), hUi^75> (0. 2ml) fc$JM?U£», 
n^JUAlzmML-fz b VfcX¥> (5 Omg) &tiaz_T^WV 3 0#OT#L7c, 
^C7'J^7 5>M1 (3 1mg) £#D*.T, £ S Kgi&T— HfeflM^Lfc. S 

88 U 2 1 mg, «3 3 %Tf#7c. 

'H-NMR (DMSO-de, 4 0 0MHz) : 3. 7 3 - 3. 7 6 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 07-5. 21 (m, 2H), 
5. 8 4- 5. 9 2 (m, 1 H), 6. 28 (t, J = 5 . 6Hz, 1H), 7. 
16 (d, J = 9. 0Hz, 2H), 7. 38 (s, 1H), 7. 47 (d, J = 
9. 0Hz, 2H), 7. 55 (s, 1H), 8. 53 (s, 1H), 8. 59 (s, 
1 H) 

KIMfi (ES I-MS, m/z) : 38 1 (M + +l) 
^l^ij 6 9 : N- {4-r (6, 7 - V* is- 4 - *± V* U 
x-Jl) -N' - (2-7°Db:-;U) -^UT 

4- [(6, 7-^* h^r~>- ~)V) ^~>] 7— U> (5 Omg) 

S^nntfui/A (3ml), h'Jx^7 5> (0. 2ml) fcJg#Lfc&, 
□ ^AfZ^IL 7c h 'J^y> (5 Omg) *UP^LT^fflT3 0 #fffl8K#L7c. 

^i:7°D/iM;P75>MS (3img) ^jfjn^T, $ e. L 
7c. sjsafcc/^y — ju^tinx.. z uu-fc^u/ j — ; PTMI^f 3 HPLC fe- 
ck: D ft IS L , mm<Dik&%}& 2 6mg, «4 1%Ti#7Co 1 H — NMR (DMS 
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O-d., 4 0 0MHz) : 3. 11-3. 12 (m, 1H), 3. 89-3. 9 
0 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 49 (t, J 
= 5. 9Hz, 1H), 7. 17 (d, J = 9. 0Hz, 2H), 7. 38 (s, 
1H), 7. 48 (d, J = 8. 8Hz, 2H), 7. 55 (s, 1H), 8. 53 
( s , 1 H), 8 . 6 8 ( s , 1 H) 
MMftffim (E S I —MS, m/z) : 3 7 9 (M + + 1) 
||jtMZ_0 : N- (2, 4-y7MD^>y^) -n' - (4-f (6, 7-5? 

4- [(6, 7->?* h^>-4-*±y*iJ-;P) T~U> (5 Omg) 

5 ^ DD ^ (3ml), MJx^;i/7S> (0. 2ml) fdjgfiPLfc^ 
ntfUkkfCfg^Lifc h U*7y> (5 Omg) £inAT^gT3 0#M&#L£ o 

HPLCfCiOfflfSSL, »ft^M3 2rag, 1 %r#fe. 

'H-NMR (DMSO-d 6 , 4 0 OMHz) : 3. 9 7 (s, 3H), 3. 9 8 

(s, 3H), 4. 3 2 -4. 3 3 (m, 2H), 6. 66 (t, J = 5. 9Hz, 
1H), 7. 06-7. 10 (m, 1 H), 7. 16 (d, J = 8. 8Hz, 2H), 
7. 19-7. 2 4 (m, 1H), 7. 3 7 (s, 1H), 7. 4 0 - 7. 4 4 (m, 
1H), 7. 48 (d, J = 9. OHz, 2H), 7. 55 (s, 1H), 8. 52 

( s , 1 H), 8 . 6 9 ( s , 1 H) 

nm-frffim (esi-ms, m/ z ) .-4 6 7 (m + + i > 

g|#SffiJ7 1 : n- (4-f (6, 7 - y ^ h ± js - 4 - ^-jr V U ~ )V) ^^^y 
— n' - (2 - fcf'J 2jM^2k) frU-T 
4- [(6, 7-$>* h + '>-4-+±VU-;U) T-U> (5 Omg) 

S-^nn^;|/A (3ml), h'JlfJl/7 5> (0. 2ml) £J8fl|L7fc&, ^7 d 
ay^JUAlzmmvrz h U*xy>(5 Omg) $JD^TSI&T3 0#M»t#Lfc. 
'^2, 4-y7MD^>y^7$> (31^1) £r#flX.T, £<S>k:£iaT- 
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'H-NMR (DMSO-de, 400MHz):3. 42 (s, 2H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 16-7. 19 (m, 2H), 7. 22 

-7. 27 (m, 3H), 7. 38 (s, 1H), 7. 57 (s, 1H), 7. 67 
(d, J = 8. 8Hz, 2H), 7. 8 8 - 7. 9 2 (m, 1H), 8. 46-8. 

4 8 (m, 1H), 8. 5 4 (s, 1H), 8. 8 7 (s, 1H), 12. 19 (s, 

1 H) 

SIMfi (FD-MS, ra/z) : 43 1 (M + ) 

&6fig>J 7 2 : N- (2, 4-y7MD7x-j[/) -n' - (4-r(6. 7 - >> 

4 - [(6, 7 h**>- 4 -WJ-;W ?M^>] T~ U >(5 Omg) 

£^nn^;i/A (3ml) fcJg*?Lfcfg, 2, 4-y7MD7x-;KVy7 
(24tf 1) ^n^T-tt^M^L^. flftti L&*N&&aHfc, 8fe#L^ 
IO{b^tl^5 5mg, 'K^7 2%Tf#ifc 

'H-NMR (DMSO-da, 4 0 0MHz) : 3. 9 8 (s , 3H), 3. 9 9 
(s, 3H), 7. 0 4- 7. 0 8 (m, 2H), 7. 24 (d, J = 8. 8Hz, 
2H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s, 1H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 06-8. 14 (m, 1H), 
8. 5 1-8. 54 (m, 1 H), 8. 5 4 (s , 1H), 9. 11-9. 12 (m, 
1 H) 

MMfrVfM (E S I - MS, m/z ) : 4 5 3 (M + + 1 ) 

mffiM7 3 : N- {4-f (6, 7 - j? * b ± 4 - ±± V U ~ ^) rfr^i? 
xZjH — n' - (4 -yjl^tny OUT 

4- [(6, K + ->-4- + 7-V'U t+->] 7-UX5 0rag) 

S:7nD*^A (3ml) fd?§fi? L£:|£, p-7Jl/tD7xZK V'>7t- b 

(23m i) <&iP^.T— gftira^iiafLfc. SJtSfttJc^^y— ;u&jjdtL, y-no* 

;PA/^^/—;UTJilH§-r*HPLC{C«t DiSL, »M$2 6mg, JR 
$36 XTftit.. 

'H-NMR (DMSO-da, 4 0 0 MH z ) : 3. 9 8 (s, 3H), 3. 99 
(s, 3H), 7. 11-7. 15 (m, 2H), 7. 22 (d, J = 8. 8Hz, 
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2H), 7. 38 (s, 1H), 7. 4 6 - 7. 5 0 (m, 2H), 7. 54 (d, 
J = 9. 0Hz, 2H), 7. 56 (s, 1H), 8. 54 (s, 1H), 8. 72 
(s, 1 H), 8. 7 5 (s, 1 H) 
HS##tM (E S I - MS, m/z ) : 4 3 5 (M + + 1 ) 

mmm? 4 n- (4-r (6, 7 h^->-4-^j-yj -jy ^>Q2 

-N' - (2-/^7x-;^) »>U7 
4- [(6, 7 -zs* h*y-4-WJ-;P) y-'J> (5 Omg) 

&^no*;|/A (3ml) fC*g£?E7ct£, o- h)l^)V-1 V z/7±— h (25/i 

? y -ju-vmm-r&HPLazck o&sau ii©fb^ti^3 omg> W4i% 

'H-NMR (DMSO— de, 4 0 0MHz) : 2. 26 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 3 - 6. 9 8 (m, 1H), 7. 13 
-7. 19 (m, 2H), 7. 22 (d, J = 8. 8Hz, 2H), 7. 38 (s, 
1H), 7. 5 4 - 7. 5 6 (m, 3H), 7. 8 3- 7. 8 6 (m, 1H), 7. 
93 (s, 1H), 8. 54 (s, 1H), 9. 10-9. 11 (m, 1 H) 
Jtfi^f/fM (ES I -MS, m/z) : 431 (M + +l) 
miffl7 5:N- (4-r (6, 7 - h4^>- 4 -^V'J — ;U) 
— n' - (2-^h4 1 y7xz^) ^1^7 
4 - [(6, 7 -y7 S^->- 4-+ty'J-Jl/) T-U > (5 Omg) 

^^DD^A (3ml) 2-/h*y7x-MV->7t-h 

$4 5 %-r#7c. 0 

'H-NMR (DM S O — d r,, 4 0 0 MH z ) : 3. 8 9 (s , 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 22 
(d, J = 8. 8Hz, 2H), 7. 38 (s, 1H), 7. 54 ( d , J = 8. 
8Hz, 2H), 7. 56 (s, 1H), 8. 13-8. 15 (m, 1 H), 8. 2 
3-8. 24 (m, 1H), 8. 54 (s, 1H), 9. 40-9. 41 (m, 1 
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H) 

mmfttitm (es i -ms, m/z) 4 4 7 cm + + d 

H^SM7 6:N-{2-^Pn-4-f(6, 7 H^~>- 4 n±±VU — 

)V) ^r^r^y -n' -x^;i^l^7 

2-^DD-4 - [(6, 7 -v>^ h^->- 4 -*:hV*U— ;U) sMrv] 7ZU 
> (2 0 Omg) *9uu^)VK (5ml), h ijlf^7 5> (1ml) \zmM 

x^tzMi. 2 uu^)VK\zmm\^tz h (i79mg) ^mxx^wc 3 

O^ffi^l^Co ^i:i^l/75>MI (2 4 6mg) £lJ0X.T> ^^(C^ia 
iCf^^l 5 9mg, iK^6 5%T#7to 

'H-NMR (DMSO-d 6 , 40 OMH z): 51. 08 (t, J = 7. 1H 
z, 3H), 3. 11-3. 16 (m, 2H), 3. 9 7 (s, 3H), 3. 99 (s, 
3H), 6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, J = 2. 7H 
z, 9. 0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s, 1H), 8. 02 (s, 1H), 8. 20 (d, J = 9. 3 
Hz, 1H), 8 . 5 6 ( s , 1 H) 
mm^m (ES I -MS, ra/z):4 0 3 (M + + 1) 

glMffil 7 7 : N-y^;l--N' -{2-^Dd-4-r(6, 7 h4^>- 4 

2-/7PD-4 - [(6, 7 h^^- 4 -=^±y'U^:;i/) T~U 

> (5 Omg) £^7 Dd^l/A (5ml), MJx^;i/T5> (1ml) (C^fL 
7cf£> >7 u U-fc)l2±\zmmVtz h U *xy> (4 5mg) ^Jn^T^aT 3 0^ v 
[M^LTCc ^^y^;UT5> (22m 1) ^*PX.T, $ <=> K^jfiT 3 0 #|H] L 

30mg, iK^4 6 %Tf#7c 0 
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'H-NMR (DMSO-de, 40 0 MH z ) : 6 0. 91 (t, J = 7. 3H 
z, 3H), 1. 31-1. 46 (m, 4H), 3. 09-3. 14 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 96 (t, J = 5. 6Hz, 
1H), 7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 39 (s, 
1H), 7. 47 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 03 
(s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 
StM##rffi (E S I -MS, m/z ) : 4 3 1 (M + + 1 ) 

Mt&M7 8 : N- {2-&UU- 4-\ (6, 7 h^->- 4 -^^/'J ~ 
;t/) t^y17xZJ|/} -n' -^>^J^I/7 

2-/7po_4_ [( 6> 7 -S>"^< h^->- 4 -^^-VJ TnU 
> ( 5 Omg) ^r^7 pd^A (5ml), h 'JX^^T^ > (1ml) fCig#?L- 
i7DDMAI:iliLfchiJ*7^> (45mg) ^iP^.T^jfiT3 0^ 

Wift^Lfc. ^:7^;i,7$> (2 6//D &*n^.T, ^I;^3 0^1L 

33rag, iK*M 9 

'H-NMR (DMSO-d.,4 0 0 MH z ) : 50. 90 (t, J = 7. 1H 
z, 3H), 1. 2 4 - 1. 3 4 (m, 4H), 1. 4 3 - 1. 4 8 (m, 2H), 
3. 08-3. 14 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 

6. 97 (t, J = 5. 1Hz, 1H), 7. 23 (dd, J=2. 7Hz, 9. 
0Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 8Hz, 1H), 

7. 55 (s, 1H), 8. 03 (s, 1H), 8. 20 (d, J = 9. 0Hz, 
1 H), 8 . 5 6 ( s , 1 H) 

H*£H/fffi (E S I -MS, m/z ) : 4 4 5 (M + + 1 ) 

^Mffil 7 9 : N~ (sec-y^lO ~N' - {2-^DD-4-f(6, 7 - 5? * 

2 -/7DD-4-[(6, 7 -is* h^~>-4 ~)V) 3"=^>] T-'J 

> (5 Omg) £^ nD^;i/A (5ml), h Ux^7S > (1ml) 
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ZuniisJls&izmffilstc b U*7.y> (45mg) *JOATlilT30^ 
Wit#Lfc. ^{Csec-^^Z5> (23M) ZMXT, ZZ\Z^UT3 0 

fcss £^ p p*;ua/p< ^ / -;i/TM^-r^HPLc{3 j; o **ku mm<Dit<& 

'H-NMR (DMSO-d., 4 0 0 MH z ) : 50. 89 (t, J = 7. 6H 
z, 3H), 1. 09 (d, J = 6. 6Hz, 3H), 1. 4 3- 1. 4 6 (m, 
2H), 3. 5 8 - 3. 6 6 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 6. 88 (d. J = 7. 6Hz, 1H), 7. 22 (dd, J = 2. 4H 
z, 9. 3Hz, 1H), 7. 39 (s, 1H), 7. 47 (d, J = 2. 7Hz, 
1H), 7. 55 (s, 1H), 7. 98 (s, 1H), 8. 23 (d, J = 9. 0 
Hz, 1H), 8. 5 5 - 8. 5 6 (m, 1 H) 
SC*##ffift (E S I -MS, m/z ) : 4 3 1 (M + +l) 

H%M8_Q :N-7'J;i/-N' - |2-^DD-4-r (6, 7-fx^h^f>-4 

2-/70D-4 - [(6, 7->*.* h*5>- 4 r*-^>] T— U 
> (5 0mg) £^pp^;t/A (5ml), h!JxW$> (1ml) tc?g$?L 
fcfg, ^OP*;!/At3^^L7t h iJ*X^> (4 5mg) ^in^-T^iST 3 0 # 
fBH8#L*:. ^:7U;P7$>IiI (2 1mg) £jta;5LT» 4 5tgfiT?3 0 
#WL&.£jftttfciS*P&&*jfc:t- h U ^^K^^n^PPTj^ATfflfcHU 

^45mg, iK^7 2 %T#fc 0 

'H-NMR (DMSO-d 6 , 400 MHz): 3. 76-3. 79 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 10-5. 24 (m, 2H), 
5. 8 5 - 5. 9 4 (m, 1H), 7. 11 (t, J = 5. 4Hz, 1H), 7. 
24 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 39 (s, 1H), 7. 
49 (d, J = 2. 7Hz, 1H), 7. 55 (s, 1H), 8. 14 (s, 1H), 
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8. 19 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

nmftffim ces i -ms. m/z) .-415 (m + + d 

^ffgffll 8 1 :N- {2-^nn-4-r (6, 7 -S?,* - 4 z±±_ZLL= 

2-^nn-4 - [(6, h^v-4-+^"l/U-;i/) J-'J 

> (5 Omg) ^ddt^A (5ml), h Ux^7$> (1ml) (Ci£fi?L 

^DD^I/A«Lfch'J^y> (4 5mg) SiP^LTSfflT3 0» 

raa^Lfc. ^!:^DAW75>MI (2 1mg) ££n;LT, 

1?3 O^LL #TffiL7t££il£yjgIjx, tit&\s&.m<r><k&to& 3 8 m g , JR$s 6 
1 %T?#/r„ 

'H-NMR (DMSO-de, 4 0 OMHz) : 3. 16-3. 17 (m, 1H), 
3. 9 3 - 3. 9 5 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
7. 25 (dd, 1 = 2. 7Hz, 9. OHz, 1H), 7. 30 (t, J = 5 . 
6Hz, 1H), 7. 39 (s, 1H), 7. 50 (d, J = 2. 7Hz, 1H), 
7. 55 (s, 1H), 8. 16 (d, J = 9. 3Hz, 1H), 8. 18 (s, 
1H), 8. 5 6 (s, 1H) 

K*##fffi (E S I - MS, m/z ) : 4 1 3 (M + + 1 ) 

glMiffil 82 :N- (2-^aD-4-f (6, 7 - * h^rz/- 4 -4^/'J ~ 
)V) t^^17x-Jl/} -N' - (2, 4-i/7 )V-*U^yz/)V) OUT 

2 -/7 D p-4 _ [ (6) 7 h + y-4-WJ-Jl-) ^^v] 7— U 

> ( 5 Omg) ^^DD*M (5ml), h 'JlfjU^V (1ml) \Z&Mls 
tzm, ^aa^JlA\Z'mMVrch l JytsXy> (4 5mg) £JDX.T^T 3 0 ft 
m^tWlsfCo 4-i?7 )V3r U 1> i? )IT 5> (22ul) 2 

SttiST3 O^ILt ©fmLfcttiiSaiX, m^L^M(Dit^^4 8mg, 
iK^6 4 %Tf#fcc 

'H-NMR (D MS O- da, 4 0 OMHz) : 3. 9 7 (s, 3H), 3. 9 9 
(s, 3H), 4. 3 3 - 4. 3 6 (m, 2H), 7. 08-7. 12 (m, 1H), 
7. 2 2 - 7. 2 8 (m, 2H), 7. 39 (s, 1H), 7. 4 2 - 7. 4 6 (m, 
1H), 7. 49 (d, J=2. 7Hz, 1H), 7. 54 (s, 1H), 8. 18 
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-8. 2 0 (m, 2H), 8. 5 6 (s, 1 H) 

WMfttitU (E S I -MS, m/z) : 501 (M + + 1 ) 

^MffiJ8 3 : N- {2-^DD-4-r (6, 7 - >^ 4 -^j-'/Q ~ 

)i>) ?t*i/-]7 -n' - (2 - gjj ^7i/7 

2-^DD-4 - [(6, 7 -i?* b*i/- 4-+t l /U^) T^U 
> (50mg) £^DO*;l/A (5ml). h'JxWSXlml) (C^L 
^nD^;UA(C^Lfe h 'J > (45mg) ^MTf£T3 0^ 
r B 1«^L7^o ^C2- t!'Jy> ( 1 9 m 1 ) £in*.T\ 2<biZ 

U ^MO-fb-o-#J^r 2 6rag, iW3 7%Tt#7to 

'H-NMR (CDCh, 400 MHz): 3. 51 (s, 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 03-7. 10 (m, 2H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H), 7. 35 (s, 1H), 7. 36 ( d , J 
= 2. 7Hz, 1H), 7. 54 (s, 1H), 7. 76-7. 81 (m, 1H), 
8. 3 8 - 8. 4 3 (m, 1H), 8. 56 ( d , J = 9. 0Hz, 1H), 8. 
64 (s, 1H), 13. 53 (s, 1H) 

XMftffiM (E S I -MS, m/z ) : 4 6 6 (M + + 1 ) 

^1fcM8 5 : N- { 2 - ^aa-4-r (6, 7 h4=-->- 4 -^^-y'U n 

;i/) ^-^f->i^ — n' - (4-7;|/^-d7jizi;u) $_U7 

2_/7po-4 - [(6, 7 h4^>- 4 -^^"V'J ~;U) :*-^>] 7— U 

> (5 0mg) nnftJlA (5ml) \zMMLtz&, p-7MD7xZ^ 
<Vy7t-h (2 1 Ail) £ijn^_T6 O^Tl I^Wa^Lfc. *f ffi Lfci|g|i£ 
MX. 8fc#U mm<D<t&®}$: 5 7mg, » 8 1 %Tf#^:.o 
'H-NMR (DMS O- d „, 4 0 0 MH z ) : 3 . 98 (s, 3H), 3. 99 
(s, 3H), 7. 13-7. 1 7 (m, 2H), 7. 30 (dd, J =2. 4H 
z, 8. 8Hz, 1H), 7. 40 (s, 1 H), 7. 48-7. 51 (m, 2H), 
7. 55-7. 56 (m, 2H), 8. 21 (d, J = 9. 0Hz, 1H), 8. 
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3 1 (s, 1H), 8. 5 7 (s , 1 H) 

ftS^Hfffi (E S I -MS, m/z ) : 4 6 9 (M + + 1 ) 

^gtSffiJ8 6 :N- {2-&UU- 4—\ (6, 7-^^ 

t^v17xz;H -N' - (2- 3L~)V) iJUT 

2-^PP-4-[(6, h^^-4-WJ-;W ^~>] 7~ U 

> (5 0mg) £^nn*;i/A (5ml) \zmffihtz&, 2-^h + y7xZ^ 

fk^ftS:3 9mg> iK^5 4%T#7c.o 

'H-NiMR (DMSO-de, 4 0 0MHz) : 3. 90 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 6. 8 9 - 7. 0 5 (m, 3H), 7. 29 
(dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 40 (s, 1H), 7. 54 
(d, J = 2. 7Hz, 1H), 7. 56 (s, 1 H), 8. 09-8. 16 (m, 
2H), 8. 58 (s, 1H), 8. 9 6 - 9. 0 2 (m, 2 H) 
StM^flHfi (E S I -MS, m/z ) : 418 (M + + 1 ) 

^^^■J8 7 :N- {2-^DD-4-r (6, 7 - V ^ h^ris- 4 -Jrj- V'U ~ 

;p) ^-^->]7^-;U} — n' - (5 -pan- 2 -if'Jy^) ^1/7 
2-^700-4 - [(6, 7->m 4 -+^v'u ^-=^i>] 7— 'J 

> (5 Omg) £r^7 pd^;1/A (5ml), h Ux^7 5> (1ml) 
7c ^□□^;i/AfC^f L7c h U*>;^r> (4 5mg) ^P^tT^T 3 0 # 
fHlfl^L/Co &\Z2 -75y - 5 -^DPtf'J^> (2 3mg) £Jn;LT\ 2 e> 
(C60^T 1 Bt^jt^Lfco Kl&mzmum. i m7kmi- h U ^A7j<r«£jjo*_^ n □ 

£ ®S L T ?# b tl fz m £ £ 2 u u * ) V A / * $ J — ) V Tr M ffl T Z> HPLC Iz £ 0 ffi 
SSU SlUcO-ft;^^ 3 9mg, JK^5 3%Tf#fec 

'H-NMR (DMSO-d 8 , 4 0 0 MH z ) :3. 98 (s, 3H), 4. 00 
(s, 3H), 7. 33 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 40 
(s, 1H), 7. 4 3 - 7. 4 8 (m, 1H), 7. 56 (s, 1H), 7. 60 
(d, J = 2. 7Hz, 1H), 7. 91 (dd, J = 2. 7Hz, 9. 0Hz, 
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1H), 8. 35 (d, J = 8. 8Hz, 1H), 8. 40 (d, J = 2. 4Hz, 
1H), 8. 58 (s, 1H), 10. 17 (s, 1 H) 
KMftVrtt. (E S I -MS, m/z) : 4 8 6 (M + + 1 ) 

8 : N- {4-r (6, 7 - H=fr '>~ 4 -^^V/'J ^-^->1- 
2-7MD7x-JH — n' -ynbf;i^ix7 

4- [(6, 7-^* N*'>-4-+t>yj-;W 
U> (50mg) ^7DDMA (3ml), h'jx^7 5> (0. 3ml) 
mMlsfzWi, ?na*Jll*lzmMLfzhiJ*7,y> (4 7mg) ^rJn^T^T 
3 0M#Lfe. &.\Z~7u¥)lT*> (2 0m 1) £iQ*.T> £<b{C^&T- 

HPLCfCcfc DftIL, ^fflOfC-g-^i^ 9mg, J«14%Tf#7Co 
'H-NMR (DMSO-d 6> 4 0 0MHz): 5 0. 90 (t, J = 7. 6H 
z, 3H), 1. 4 3 - 1. 4 9 (m, 2H), 3. 05-3. 10 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 61 (t, J = 5. 6Hz, 
1H), 7. 0 5 - 7. 0 7 (m, 1H), 7. 27-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 8 - 8. 2 9 (m, 1H), 8. 55 (s, 1 H) 
WMftffim ( E S I -MS , m/ z ) : 4 0 1 (M + + 1 ) 

^MiM 8 9 : N- y^-Jls-N' - {4-r (6, 7 b=¥->- 4 -*r"}-*/V ~ 
)l) 3j?F>±z 2 -7MD7X-J1/) fUT 

4- [(6, 7 -z/* b*~>-4-*i-y>)-)l<) Tflris] -2-7M07" 
U> (5 0mg) $^OD$M (3ml), h l Jl^Jl/75> (0. 3 m 1 ) \Z 
mffiVfzfe, ?un*JlAlzmmLfzhij7t^<y> (4 7mg) &1JQ?LT^UT 

3 0»»L/: o )k\Z7~?-)lT^> (2 4// 1) £JrJ*_T, $ £> fzgjfiT— fife 

PLCfCcfcDlifS^U Si©fk^^2 5mg, iK^3 8%Tt#7Co 
'H-NMR (DMS O - d s, 4 0 0MHz) : 50. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 7 (m, 4H), 3. 09-3. 13 (m, 2H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 6. 58 (t, J = 5. 6Hz, 
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1H), 7. 0 4- 7. 0 7 (m, 1 H), 7. 28-7. 31 (m, 1H), 7. 
38 (s, 1H), 7. 54 (s, 1H), 8. 14-8. 19 (m, 1H), 8. 

2 6 - 8. 2 8 (m, 1H), 8. 55 (s, 1 H) 
W*#tfrM (E S I -MS, m/z ) : 415 (M + + 1 ) 

mMM9 0 : N- (sec-y^)U) -N' - {4~\ (6, 7->^h^>-4- 

4- [(6, 7 -v^ K + ->-4-4 t ^-V/U-;W - 2-7MP7- 

U > (50mg) £ ^7 □ D #;>A (3ml), h »J X^;PT 5 > ( 0 . 3ml) I; 
mmLfcfe. £mn*;UA£Jg#LjfcMj5fc;*y> (4 7mg) *jDAT^ffl"C 

3 0«j$Lf;. ^{Csec-^;i/T5 > (25//1) £fiD;LT, SfcKM 

•T-SHPLCtCJ; D»tS{L, ^I©fb^ft^l 2mg, ^^18%Tt#^o 
'H-NMR (DMSO-d6, 4 0 0MHz) : 0. 89 (t, J = 7. 6Hz, 
3H), 1. 0 8 (d, J = 6. 6 Hz, 3H), 1. 3 9 - 1. 4 8 (m, 2H), 
3. 5 8 - 3. 6 4 (m, 1H), 3. 97 (s, 3H), 3. 99 (s, 3H), 
6. 51 (d, J = 7. 6Hz, 1H), 7. 0 4- 7. 0 8 (m, 1H), 7. 
30 (dd, J = 2. 4Hz, 11. 7Hz, 1 H), 7. 39 (s, 1H), 7. 
54 (s, 1H), 8. 16-8. 22 (m, 2H), 8. 56 (s, 1 H) 
H«##fffi (ES I -MS, m/z) : 415 (M + + 1) 

gfMffiJ9 1 : N-7'J^-N' - {4-r(6, 7 - V* h^->- 4 zi*±2l2i — 

4- [(6, 7-y7h^y-4-^y'J-Jb) - 2 -7J^P7- 

'J> (50mg) ^^DD^A (3ml), h'Jxf^75> (0. 3ml) C 
^L^m, 9 anyiKJlAlzmMLTc h 'J*xy> (4 7mg) $inAT^jfi"C 
3 0«j$Lfe. ^C7'JJl'7 5>MI (3 0mg) ^Sn^T, 2 *>\zmm. 

T^HPLC^cfc 0«f«!L, II©^i^l 8mg, W2 8%» 
'H-NMR (DMSO— de, 4 0 0MHz) : 3. 7 5 - 3. 7 9 (m, 2 H), 
3. 97 (s, 3H), 3. 99 (s, 3H), 5. 0 8 - 5. 2 2 (m. 2H), 
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5. 8 4- 5. 9 4 (m, 1H), 6. 72 (t. J = 5. 9Hz, 1H), 7. 

0 6 - 7. 0 8 (m, 1H), 7. 3 0 - 7. 3 3 (m, 1H), 7. 39 (s, 

1H). 7. 54 (s, 1H), 8. 13-8. 18 (m, 1H), 8. 40 (s, 
1H), 8. 5 6 (s, 1H) 

MMftVtfe (E S I -MS, m/z ) : 3 9 9 (M + + 1) 

mffiM9 2 : N- {4-r (6, 7 - h=fr->- 4 -^yj xj-=^>i- 

2 -yju^-nyjj-ji} -n' - (2 -yn tf-;p) fri^y 

4 - [(6, 7 -S^ H^^-4-^±l/U-;U) - 2-7M07" 

'J> (50mg) 5^DD^A (3ml), h'JxfJl/75> (0. 3ml) C 
mMLtzfe, ?nn*)UAlz®mLfcbiJ*X¥> (47mg) £iD7LT^i!ST 

3 0^«LL friz? a /VWV7S>mmm. (2 9mg) £in;LT, £ £ 

3 %T#fco 

'H-NMR (DMSO-da, 4 0 0MHz) : 3. 15 (t, J=2. 4Hz, 
1H), 3. 91-3. 94 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 
3H), 7. 07-7. 11 (m, 1H), 7. 33 (dd, 3 = 2. 4Hz, 1 
1. 7Hz, 1H), 7. 39 (s, 1H), 7. 54 (s, 1H), 8. 09-8. 
15 (m, 1H), 8. 4 7 - 8. 4 8 (m, 1 H), 8. 56 (s, 1 H) 

Si^tfl (E S I -MS, m/z ) : 3 9 7 (M + + 1 ) 

^M}ffiJ9 3 : N- (2. 4-i/7)Vjrw<>z?)V) -N' - {4-r (6, 7 - 

4 - [(6, h + y-4-+t 4 /U^) - 2-7Jl/tD7- 

'J> (5 0mg) $^dd^A (3ml), h'Jx^75> (0. 3ml) I; 
mffilsfz'&, 2nafr)UA\zmMLfz HJ*X^> (4 7mg) SftJAT^jaT 
3 0»mH!$lf;. 2 , 4-y7MD^>y^75> (28/il) £Jn*. 

Omg, iK^2 6 %T?t#fc 0 
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'H-NMR (DMS O- da, 4 0 0MHz) : 3. 97 (s, 3H), 3. 99 
(s, 3H), 4. 34 (d, J = 5. 8Hz, 2H), 7. 07-7. 11 (m, 
3H), 7. 21-7. 27 (m, 1H), 7. 3 0- 7. 3 3 (m, 1H), 7. 
39 (s, 1H), 7. 41-7. 47 (m. 1H), 7. 54 (s, 1H), 8. 
12-8. 16 (m, 1H), 8. 4 6 - 8. 4 7 (m, 1H), 8. 5 5 (s, 
1 H) 

MMftVfiA (FD-MS, m/z) : 4 8 4 (M + ) 

mmM9 4 : N- (2, 4-y7MD7xZJl/) -n' - U-f (6, 7 - 

4- [(6, 7 h*>>-4 - + ±»/U— ;W ^~>] - 2-7MD7- 

U> (5 0mg) J^DD^A (3ml) 2, 4-5^7;^P 

7x-JKVy7t-h (29/zl) SJP7LT60flST— lft«^Lfc. #rfct}Lfc&§ 

'H-NMR (DMSO-de, 4 0 0 MH z ) : 3. 9 8 (s, 3H), 3. 9 9 
(s, 3H), 7. 0 4- 7. 0 8 (m, 1H), 7. 13-7. 15 (m, 1 H), 
7. 2 9 - 7. 4 0 (m, 3H), 7. 5 5 (s, 1H), 8. 10-8. 2 3 (m, 
2H), 8. 57 (s, 1H), 8. 9 7 - 9. 0 4 (m, 2 H) 
MMftffiffi. ( E S I -MS, m/ z ) : 4 7 1 (M + + 1 ) 

H»iJ9 5 : N- (4-r (6, 7 h^y- 4 -^t'/'J -J^) *-=fr^1- 

2-7;i/tn7xz;w -n' - j|/7xrj^) 

4- [(6, 7-y7h + y-4- + tyjliJW ^^~>] - 2-7MP7' 
U> (5 0mg) ^7DD*M (3ml) o-hMMVy 
h(30/i 1 ) £*D*T60&T— HfeSfcJ^Lfc. SJtgttJC^ ^ / — ^SJDtL, 

^DD3^;PA//^/--;i/TJRHi-r*HPLCtc«I;0»«L, Slcit^^i 7 

mg, iK^2 4 %Tf#fe 8 

'H-NMR (DMSO-d., 4 0 0MHz) : 2. 27 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 9 5 - 6. 9 8 (m, 1H), 7. 12 
-7. 20 (m, 3H), 7. 3 6 - 7. 3 9 (m, 2H), 7. 55 (s, 1H), 
7. 86 (d, J = 7. 8Hz, 1H), 8. 21-8. 26 (m, 1H), 8. 
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35 (s, 1H), 8. 57 (s, 1H), 9. 0 0 - 9. 0 2 (m, 1 H) 
»*##Hi (E S I -MS, m/z ) : 4 4 9 (M + + 1 ) 

^»!19 6 : N- (4-r (6, 7 h^->- 4 -^y'U ~;|/) ^-^^>i- 
2 -^;i/^-n^x^i;P} -N' - (2-^h^y7i_^) frl/T 

4- [(6, 7 -zs* H + y-4-+tyj-;i/) ^4^>] - 2-7MD7- 
U> (5 0mg) £^DD*;i/A (3ml) \ZigMVfc'&, 2-^b + y7x- 
MVy7t-h (32m 1) ^iOX.T60^T-«^ L7c 0 

'H-NMR (DMSO-d fi , 40 0 MHz): 3. 89 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 6. 8 8 - 7. 0 4 (m, 3H), 7. 11 
-7. 14 (m, 1H), 7. 3 5 - 7. 3 9 (m, 1H), 7. 40 (s, 1H), 
7. 56 (s, 1H), 8. 12-8. 15 (m, 1H), 8. 19-8. 25 (m, 
1H), 8. 57 (s, 1H), 8. 7 5 - 8. 7 8 (m, 1H), 9. 26-9. 
2 9 (m, 1 H) 

KS^tifM (E S I -MS, m/z ) : 4 6 5 (M + + 1 ) 

^mm9 7 : N- (4-r (6, 7 h^^- 4 -^t'/'J ^->1~ 

3-^fJP7i"M — N' -~7"D fcf;i/fr 1/7 

4- [(6, 7 N^>- 4 -^^-y"'J -;i/) pf=^>] -S-^^^T-'J 

> (5 0mg) £^nn^A (3ml), h'JX^;PT5> (0. 2ml) 
Mlsfz'i3t, V on^;i/Atc?§^?L7c h U*xy> (48mg) ^n^T^yST 3 
O^fblJf^L/io ^C7°D^7 5> (20wl) ^HWplX. £ b fC^?UT-ift 

PLCtCct Oiil, gl©fM^3 0mg, 7 %Tt#fc 0 

'H-NMR (DMSO-d«, 40 0 MH z): 50. 89 (t, J = 7 . 5H 
z, 3H), 1. 41-1. 50 (m, 2H), 2. 03 (s, 3H), 3. 03- 
3. 08 (m, 2H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 13 (t, 
J = 5. 4Hz, 1H), 7. 04 (cl, J = 8. 5Hz, 1H), 7. 28 (d 
d, J = 2. 4Hz, 8. 5Hz, 1 H), 7. 36 (d, J = 2. 4Hz, 1H), 
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7. 38 (s, 1H), 7. 58 (s, 1H), 8. 39 (s, 1H), 8. 50 (s, 
1 H) 

KmftVrm (ESI-MS, m/z) : 3 9 7 (M + + 1) 

gl»J9 8 :N-7^;P-N' - (4-r (6, 7 -j?* h^->- 4 z±±V U ~ 

4- [(6, 7-y^h + y-4-^/U-;l/) - 3 -^^;L-T~ 'J 

> (50mg) ^^DD^AOml), h'JxfJI/7S> (0. 2ml) 
MLTzm, ZnuTfrjlAlzmffiLfzhVyfsXfy (4 8mg) £2jn;tT^ST3 
0#|flJ8K#L£ o ^l:y^7>> (24^ 1) ^iPAT, SSfc&i&T-Hftft 

'H-NMR (DMSO-de, 4 0 0MHz) : 60. 91 (t, J = 7. 3H 
z, 3H), 1. 2 9 - 1. 4 6 (m, 4H), 2. 03 (s, 3H), 3. 07- 
3. 12 (m, 2H), 3. 9 8 (s, 3H), 3. 99(s, 3H), 6. 11 ( t, 
J = 5. 6Hz, 1H), 7. 05 (d, J = 8. 8Hz, 1H), 7. 27 (d 
d, 1 = 2. 3Hz, 8. 5Hz, 1H), 7. 36 (d, J = 2 . 4Hz, 1H), 
7. 3 8 (s , 1H), 7. 58 (s, 1H), 8. 39 (s, 1H), 8. 51 (s, 
1 H) 

Si« (ESI-MS, m/z):411 (M + +l) 

^MffiJ 9 9 : N— ( 2 , 4->'7MD7i^) -n' - {4-f (6, 7-y 
*h*->-4 -*±Vi)-)U) ^yl-3-/^J|/7x-^} ry U7 

4- [(6, 7 -i?* h*->-4-^yu -3-7<^;PT-U 
> (5 0mg) Sr^DP*;UA (3ml) ICig^L/tlt, 2, 4 - 7 
x-JKVy7t-h (2 3 m 1) Sr^T, -UfoMiSSKLfc. tffiiJ LfcSSil 

#fc#U tlOfb-&ft^5 9mg, iK^ 7 9 %Tt#fc 0 
'H-NMR (DMSO-d 6 , 4 0 0MHz) : 2. 07 (s, 3H), 3. 99 
(s, 3H), 3. 99 (s, 3H), 7. 0 3 - 7. 0 8 (m, 1H), 7. 14 
(d, J = 8. 5Hz, 1H), 7. 2 9 - 7. 3 7 (m, 2H), 7. 39 (s, 
1H), 7. 43 (cl, J = 2. 4Hz, 1H), 7. 60 (s, 1H), 8. 07 
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-8. 14 (m. 1H), 8. 52 (s, 1H), 9. 0 3 - 9. 0 5 (m, 1 H) 
IIMI (ESI-MS, m/z):4 6 7 (M + +l) 

gyjgffO 0 0 : N- {4-r (6, 7-v?;* h^^- 4 z±±VU ^->1 
- 3 - *^)UyiL-Jl} — n' - (4 ji— frl^T 

4- [(6, 7-y/h + y-4-WJ^) ^->] -3-^^;PTri»J 
> (5 0mg) &?nnfc)lA (3ml) (3?g^L7c^, p-7MD7x^ 
-f VisT-y- h (2 2 ^ 1 ) £lra*_T, -fftMMt L7c 0 #rtB L&ifggiHi^ 
#fc#U »f^ll^4 2mg 1 J&^5 8%Tf#7t 0 

'H-NMR (DMS O — d e, 4 0 0 MH z ) : 2 . 0 7 (s, 3H), 3. 9 8 
(s, 3H), 3. 99 (s, 3H), 7. 10-7. 14 (m, 3H), 7. 35 
(dd, J=2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 1H), 7. 43 
(d, J = 2. 4Hz, 1H), 7. 4 6 - 7. 4 9 (m, 2H), 7. 59 (s, 
1H), 8. 51 (s, 1H), 8. 66 (s, 1H), 8. 70 (s, 1 H) 
StS##Hfl (ESI-MS, m/z ) : 4 4 9 (M + + 1 ) 

1 0 1 : N- (4 -r (6, 7 - V* h^'>- 4 n±±VU — ^) 
-3-^fJl/7x-;H -N' - (2-^h^y7x-^) ^l^T 

4 - [(6, 7 b^- 4 -^l/'J $-=>ris) - 3 - ^^Jl7~0 

> (5 0mg) £^DD*;PA (3ml) fC^Lfe^, 2-^h + y7x-^ 
<V'>7t-h (2 6 //I) ^1mXX, -mtinmWffiLfzo Kfo-mz*$J-)l 

Ztiux.. 2 y-j\/7:mfflTZ>HPLCiz£ Dill, Mc7Mt£- 

M41mg, »5 5%Tt#/i 0 

'H-NMR (DMSO-d«, 4 0 0 MH z ) : 6 2. 0 7 (s, 3H), 3. 8 
9 (s, 3H), 3. 99 (s, 3H), 3. 99 (s, 3H), 6. 88-6. 9 
7 (m, 2H), 7. 01-7. 03 (m, 1H), 7. 12 (d, J = 8 . 5H 
z, 1H), 7. 35 (dd, 1 = 2. 4Hz, 8. 5Hz, 1H), 7. 39 (s, 
1H), 7. 44 (d, J = 2. 4Hz, 1H), 7. 60 (s, 1H), 8. 13 
-8. 15 (m, 1H), 8. 23 (s, 1H), 8. 52 (s, 1H), 9. 33 
(s, 1H) 

SiMI (ES I-MS, m/z):46 1 (M + +l) 
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mmMl0 2 :N~ U-r (6, 7-y7h^y-4-^tVU-^) ^~>i 

-2-^f;i/7x-jH — n' -ype;i^^i^T 

4- [(6, 7-y^h + y-4-WJ^) ^^>] - 2-^^7Z'J 
> (50mg) 2r^nD*;UA (3ml), hUl?;i/7S> (0. 2ml) \zfe 
ffiVtzW:, 2 a u*)U A lz®M I, fc b U*xy> (4 8mg) ^in^.T^iair3 
O^r^^Lfcc X.\Z7U\Z)V7^> (20m 1) ^Jn^LT, SSfcgi&T-lft 

PLCfCcfc Dili, gtmo^t&mZ: 3 Omg, i« 4 7 %Tf#^ 0 
'H-NMR (DMSO-d 6 , 400 MHz): 50. 90 (t, 3 = 7 . 3H 
z, 3H), 1. 42-1. 51 (m, 2H), 2. 21 (s, 3H), 3. 04- 
3. 09 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 53 (t, 
J = 5. 6Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1 H), 
7. 08 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 54 (s, 
1H), 7. 65 (s, 1H), 7. 85 (d, J = 8. 8Hz, 1H), 8. 53 
(s, 1H) 

Mi^ffi (E S I - MS, m/z ) : 3 9 7 (M + + 1 ) 

mmm i o 3 ■• N-y^;ix-N' - u-r (6, 7 h^->- 4 -^^-yj 
4 - [(6, 7 hJrz/- 4 -^±yj^;u) ^->] - 2 -^^;i/T^u 

> (5 Omg) %?nn (3ml), MJ x^;U7 5 > ( 0 . 2ml) 

#Ljfc&, i7DDMAi:itgUfch'J*xy> (4 8mg) £JnATSia*P3 

'H-NMR (DMSO— ds, 40 0MHz) : 5 0. 92 (t, J = 7. 1H 
z, 3H), 1. 31-1. 48 (m, 4H), 2. 21 (s, 3H), 3. 08- 
3. 13 (m, 2H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 50 (t, 
J = 5. 4Hz, 1H), 7. 02 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 
7. 08 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1 H), 7. 54 (s, 



WO 00/43366 



PCT/JP00/00255 



- 106 - 

1H), 7. 64 (s, 1H), 7. 86 (d, J = 8. 8Hz, 1H), 8. 53 

(s, 1H) 

SMIrl (ES I-MS, m/z) : 41 1 (M + +l) 

mt&mi 0 4 : N- (2, 4-^7;i/tD7i^) ~N' - {4~r (6. 7- 

4- [(6, 7-^h^y-4-+7-yU-;» 2 -*^;P7- U 

> (5 0mg) I^DD^M (3ml) (C^bTc^, 2, 4-y7MD7 

'H-NMR (DMSO-de, 4 0 0MHz) : 2. 29 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 03-7. 11 (m, 2H), 7. 16 
(d, J = 2. 7Hz, 1H), 7. 2 9 - 7. 3 5 (m, 1H), 7. 38 (s, 

1H), 7. 55 (s, 1H), 7. 8 7 - 7. 9 0 (m, 1H), 8. 13-8. 

19 (m, 1H), 8. 3 6 - 8. 3 9 (m, 1H), 8. 55 (s, 1H). 8. 

9 2 - 8. 9 5 (m, 1 H) 

nmttffim (ESI-MS, m/z ) : 4 6 7 (M + + 1 ) 

0 5 : N- {4 -f (6, 7 - V* h^jy- 4-^-i-V\)-)l) Jr*^\ 
-2-/^Jl/7xrj|/} — N' - (4-7^tn7xZj|/) VUT 

4- [(6, 7-5?* K + ->-4-^yj— - 2->?;i/7-'J 
> (5 0mg) ^7nn^M (3ml) JcigflPLjfc&. p - 7 )V*u 7i 
-l-yi/T^- h (2 2 p. 1 ) ££dAT, -IftSn^JIjKLfc. «ftBLfcjBil**«[, 

'H-NMR (DMSO-d 6 , 4 0 0MHz) : 2. 28 (s, 3H), 3. 98 
(s, 3H), 3. 99 (s, 3H), 7. 08-7. 15 (m, 4H), 7. 38 
(s, 1H), 7. 4 7 - 7. 5 0 (m, 2H), 7. 55 (s, 1H), 7. 84 

-7. 88 (m, 1H), 7. 98 (s, 1H), 8. 55 (s, 1H), 9. 03 

- 9 . 0 5 (m, 1 H) 

H*##tM (E S I -MS, m/z ) : 4 4 9 (M + + 1 ) 

0 6 :N- {4-r(6, 7 -zS* h^ris- 4 -*j-yij ^~>1 
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4- [(6, 7 -v* h*->-4-4^/U -2-*^)V7-V 
> (50mg) ZZna-fc^A (3ml) IzmMLtcm, 2 h*ris~7x. ~)V 

-ivi/Tj—Y (26M) -mammffiLtc. mmisitma&mn* 

'H-NMR (DMSO-ds, 4 0 OMHz) : 2. 29 (s, 3H), 3. 90 
(s, 3H), 3. 98 (s, 3H), 3. 99 (s, 3H), 6. 87-6. 97 
(m, 2H), 7. 0 2 - 7. 0 4 (m, 1H), 7. 08 (dd, J = 2. 9H 
z, 8. 8Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 38 (s, 
1H), 7. 55 (s, 1H), 7. 84 (d, J = 8. 8Hz, 1H), 8. 13 
-8. 15 (m, 1H), 8. 55 (s, 1 H), 8. 58 (s, 1H), 8. 61 

- 8 . 6 2 (m, 1 H) 

mmftffim (E S I -MS, m/z) : 4 6 1 (M + + 1 ) 

1 0 7 : N- {4 -f (6, 7 -^pt h^v-4 -^t'/ij ^-^->i 

- 2 - n h D7x_JH -n' -yo ¥Jk2 ^7" 

4- [(6, 7-S>* h + - 2-zhn7-U 

> (50mg) £r^DD zf^l/A (10ml), MJ Xfjl/J 5 > ( 0 . 2ml) \Z 
mffiLfzm. ^oo^Mlc^Ufch'J^^ry (43rag) £j&DAT^i&T 

3o»rwLL ^{cyntf;>T5> (ism) £;tra*.T\ ssfc&iBT- 

'H-NMR (DMSO-dn, 4 0 0MHz) : 6 0. 91 (t, J = 7. 6H 
z, 3H), 1. 45-1. 51 (m, 2H), 3. 0 6 - 3. 0 9 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s, 1H), 7. 52 (b 
r, 1H), 7. 58 (s, 1H), 7. 6 7 - 7. 7 0 (m, 1H), 8. 04- 
8. 06 (m, 1H), 8. 38-8. 41 (m, 1H), 8. 57 (s, 1H), 
9 . 3 5 ( s , 1 H) 

Si^tifi (E S I -MS, m/z) : 4 2 8 (M + + 1 ) 

jyjjgi 1 0 8 : N-^^-N' - {4-r (6, 7 - £^ N=^>- 4 -^/jj 



WO 00/43366 



PCT/JPOO/00255 



- 108 - 

=JU) t^yl-2--hD7x-JH fU7 

4- [(6, 7->*j* -2-~hD7-U 
> (5 Omg) Sr^nn^;i/A (10ml), h UX^7S> (0. 2ml) £ 

^□□*;PAl:**l/fchU*^> (43mg) £;&n*_T^ST 

'H — NMR (DMSO—de, 40 0MHz):<5 0. 91 (t, J = 7. 3H 
z, 3H), 1. 3 0 - 1. 4 9 (m, 4H), 3. 10-3. 15 (m, 2H), 
3. 98 (s, 3H), 4. 00 (s, 3H), 7. 40 (s. 1 H), 7. 51 (b 
r, 1H), 7. 57 (s, 1H), 7. 68 (dd, J = 2. 9Hz, 9. 3H 
z, 1H), 8. 05 (d. J = 2. 9Hz, 1H), 8. 40 (d, J = 9 . 2 
Hz, 1H), 8. 57 (s, 1H), 9. 35 (s, 1 H) 

(ESI-MS, m/z):442 (M + +l) 
Mti&ffll 0 9 : n- {2-^na-4-r (6. 7 -j?* h^->- 4 ijr^VU 

N- (2-^DD-4-[(6, 7-v?^ h^y-4-+t l /Urj|/) ^~>] 
7l -^l -N* -7°P ( 1 0 Omg) ^MtK^ h^h h'077> (3 

0ml) TkMiti- b V ? J* (6 0wt%, 88mg) SJn^LTM"C 

1 5^IWi»«iLfc. ^fc^ppy^M^x-^U (67^ 1) £2inx.T\ $ 

t#sti^^^ £ £ p d ^ y — ;PTjgffif SHPLctct o u mm 

'H — NMR (DMSO— de, 4 0 0MHz): 5 0. 89 (t, J = 7. 6H 
z, 3H), 1. 4 6 - 1. 5 5 (m, 2H), 3. 20 (br, 2H), 3. 48 
(s, 3H), 4. 07 (s, 3H), 4. 08 (s, 3H), 4. 54 (br, 2 
H), 7. 29 (dd, J=2. 7Hz, 8. 5Hz, 1 H), 7. 37 (s, 1 
H), 7. 47 (d, J = 8. 8Hz, 1H), 7. 50 (s, 1H), 7. 50 (d, 
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J = 2. 7Hz, 1H), 8. 6 6 (s, 1 H) 
RiMt (ESI-MS, m/z):46 1 (M + +l) 

1 0 : N-7ir^;i/-N- {2-^PP-4-r(6, 7 - h4^>- 

N- (2-^DD-4-[ (6, 7-y7h^y-4- + t 1 /iJ~JW ^^^] 
7i-iH -N' -yPlf;P^l/T (1 0 Omg) ^^TK^h^h KP7^> (3 
0ml) fC?g$?U 7X^^^-hU^A (60wt%, 88mg) *Jp^LT^ifl"C 
1 5#WI«#Lfc. mzm.fcTtt}V (63M) £#n*.T> £6fC^T2B# 

PP^;i/A/Tir h>T?MF^T^HPLC(3ct:DMKL, Si©fl:^«S 2 7mg, 
4X^2 6 %T?t#;to 

'H-NMR (DMSO-de, 4 0 0MHz) : 5 0. 98 (t, J = 7. 3H 
z, 3H), 1. 5 9 - 1. 6 8 (m, 2H), 2. 04 (s, 3H), 3. 27- 
3. 36 (m, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 31- 
7. 33 (m, 1H), 7. 35 (s, 1H), 7. 41 (d, J = 9. 0Hz, 
1H), 7. 50-7. 51 (m, 2H), 8. 63 (s, 1H), 9. 08 (br, 
1H) 

3C*^#Tffi (E S I - MS, m/z ) : 4 5 9 (M + + 1 ) 

^Mff] 1 1 1 :N' - {2-^PP-4-r (6, 7 - is* h^is- 4-*±V 

2-/7DP-4 - [(6, 7 -i?* b*~>- 4 -^^-V/U— ;P) T~U 
> (56mg) 2: ^7 P P 3ft (4ml), h U x^;i/T 5 > ( 0 . 3ml) fc?g 
fl¥Lfc&, ^DD3fr;kk£ig«¥L;fc h U*xy> (5 Omg) £fln;LT^i&T 3 

^jBTiNpraift^Lfe. ^rafc^^y-;i/^ijo^., ^dd*w^^;-^ 

U gm<£{fc£-#j£ 4 2mg, '»5 8%Tf#/io 

'H-NMR (DMSO-ds, 4 0 0 MH z): 50. 99 (t, J = 7 . 3H 
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z, 3H), 1. 6 4- 1. 7 4 (m, 2H), 3. 08 (s, 3H), 3. 34 (t, 
J = 7. 6Hz, 2H), 4. 07 (s, 3H), 4. 08 (s, 3H), 7. 00 
(s, 1H), 7. 17 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 31 
(d, 3 = 2. 7Hz, 1H), 7. 38 (s, 1H), 7. 53 (s, 1 H), 8. 
41 (d, J = 9. 0Hz, 1H), 8. 64 (s, 1 H) 
liMI (ESI-MS, m/z): 43 1 (M + +l) 
jjfljjffjl 1 1 2 : N' - { 2 DP - 4 -r (6 , 7 h4^- 4 -=E:M/ 

2-/7po_4_ [ (6f 7 _^p< h + y-4-+t , / l J^j|/) T~ U 

> (80mg) ^^dd^M (3ml), h'Jx^7 5> (0. 3ml) {C?g 
MLfzm, ZnnftJIAlzmMLfzbVftXtfy (7 2mg) ^*n^.T^^Tr 1 
5#fifljt#L7Co ^CN-X^;P-7°n tf^TS > (44/il) £;&nx.T\ £ £ K 

m -r § hplc \z =t d win l , mm & m& l t# <=> n^c^^ £ ^ *v > -e#fc 

#U tl©fb^ti$4 Omg, 1W3 7 %Tf#£ 0 

'H-NMR (DMSO— ds, 4 0 0MHz) : 5 1. 00 (t, J = 7. 3H 
z, 3H), 1. 28 (t, J = 7. 1Hz, 3H), 1. 6 9 - 1. 7 4 (m, 
2H), 3. 32 (t, 3 = 7. 6Hz, 2H), 3. 43 (q, 3 = 7. 1Hz, 
2H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 02 (s, 1H), 7. 
17 (dd, J = 2. 9Hz, 9. 2Hz, 1H), 7. 31 (d, 3=2. 7H 
z, 1H), 7. 36 (s, 1H), 7. 53 (s, 1H), 8. 42 (d, J=9. 
0Hz, 1H), 8. 6 3 (s, 1 H) 

fiMi (ES I-MS, m/z) : 44 5 (M + +l) 

^mmi 13 :n' - { 2 -2 an- 4 -f (6, 7-^p< N4^>-4-^±y* 

U-;U) t^->i7x-;H -n, N->>';7°Dfcf;i/fr 

2 -/7PP-4 _ [ (6> 7 h^~>- 4 -^y*ij T— U 

> (lOOmg) ^^dd^A (3ml), h'Jxf;i,75> (0. 3ml) I; 
mmLtzm. ^nn^AC^Lfe MJ*7y> (9 Omg) £j!jn*.T^ST 
1 5#M8K#L7t. ^(C>?yotf;i/T5 > (62m 1) ZtiQplT, $^>(C^T 
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'H-NMR (DMSO-ds, 4 0 0 MHz) : 50. 99 (t, J = 7 . 3H 
z, 6H), 1. 66-1. 76 (m, 4H), 3. 32 (t, J = 7. 8Hz, 
4H), 4. 07 (s, 3H), 4. 07 (s, 3H), 7. 03 (s, 1H), 7. 
16 (dd, J = 2. 7Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 7H 
z, 1H), 7. 34 (s, 1H), 7. 52 (s, 1H), 8. 43 (d, J = 9. 
0Hz, 1 H), 8. 6 3 (s , 1 H) 
StS##rffi (E S I —MS, m/z ) : 4 5 9 (M + + 1 ) 

MMiM 114: N-y-^^-N* -{2-^DD-4-r(6, 7 -is* h*r~/- 
4 ~)l) ttyl7i_JH -N-^WU7 

2-/7p n _ 4 _ [( 6> 7_^^ h*^-4-*?*V/U— ;i0 ^-^^] T— U 
> (8 0mg) £^QD*;PA (3ml), HJX^;U7 5> (0. 3ml) \zm 
MLfz'&, ^□D^A(;^Lfch'J*^y> (7 2mg) £UD*TMT 1 
5#IHi«#L&. ^{3N-^^;U^;PT5> (43m 1) £fln*.T, 

U Il©^#l&2 6mg, iK*2 4%Tt#feo 

'H-NMR (DMSO-de, 4 0 0MHz) : <5 0. 99 (t. J = 7. 3H 
z, 3H), 1. 3 8 - 1. 4 3 (m, 2H), 1. 6 2 - 1. 6 6 (m, 2H), 
3. 07 (s, 3H), 3. 40 (t, J = 7. 3Hz, 2H), 4. 07 (s, 
3H), 4. 07 (s, 3H), 7. 00 (s, 1H), 7. 17 (dd, J = 2. 
7Hz, 9. 3Hz, 1H), 7. 31 (d, J = 2. 7Hz, 1H), 7. 36 
(s, 1H), 7. 53 (s, 1H), 8. 41 (d, J = 9. 3Hz, 1H), 8. 
6 3 ( s , 1 H) 

H*##HS ( E S I - M S , m/ z ) : 4 4 5 (M + + 1 ) 

MMM 1 1 5 :N' - (2-^DD-4-r (6, 7 * b^-z/- 4 

i) t^y]7xZJH -N- (4 - 9 □ □ 7 ~N~ UY 
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2_/7 DP _4_ [( 6> 7-y^h + y-4-^yU-;W T— U 

> (8 0mg) $^dd*M (3ml), hUx^JI/7$> (0. 3ml) 
ffil>rc'&, ^□□*MCi§iLfchU*7^> (7 2mg) £Jn;LT^i&T 1 
5^raJ**fbfc. ^C4-^DD-N-^5 1 ;P7X U > (35/zl) £2ia;LT, 

T?8fei£U mm<D<kt>W%: 8 3rag, J»6 9%Tt#£ 0 

'H-NMR (DMSO-ds, 4 0 0 MH z ) : 3 . 36 (s, 3H), 4. 06 
(s, 3H), 4. 07 (s, 3H), 6. 89 (s, 1H), 7. 17 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 23 (d, J = 2. 7Hz, 1H), 7. 
3 3 - 7. 3 5 (m, 3H), 7. 4 8 - 7. 5 0 (m, 3H), 8. 41 (d, 
J = 9. 0Hz, 1H), 8. 6 1 (s, 1H) 
Si^ffl (ES I -MS, m/z) : 4 9 9 (M + + 1) 

H^ffil 1 16 :N' -|2-^DD-4- [(6, 7 -i/^h^-j/- 4 -^^V"U 

2-^DP-4- [(6, 7 -v* h^v- 4 -^±VU ^~>] 7-'J 
> (5 0mg) ^^DD^A (2ml), h'JXfJl/7 5> (0. 5ml) fcjg 
M\s1t&* 9UWfc)\,&\Zfemi,1t hU^7>y> (4 8mg) £flnAT^ifiT 3 
Oa-IBIflMfcLifc. ^!CyX^)l/7a> (0. 5ml) Sfln^LT, ^btC^T- 

'H-NMR (CDC 1 a, 4 0 0 MH z ) : 51. 30 (t, J = 7. 1Hz, 
6H), 3. 44 (q, J = 7. 1Hz, 4H), 4. 12 (s, 3H), 4. 2 

0 (s, 3H), 7. 16 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 2 
7 (s, 1H), 7. 31 (d, J = 2. 7Hz, 1H), 7. 59 (s, 1H), 
8. 15 (s, 1H), 8. 48 (d, J = 9. 0Hz, 1H), 8. 81 (s, 

1 H) 

K*##tM (E S I - MS, m/z ) : 431 (M + + 1 ) 

1 17 :N-{2-£cm-4 - [(6, 7 - ^ ^ h - 4 - ^± V* • J ~ 
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)V) xf-^5>] 7 x.-)l\-N' - ^^JlrJUT 

2 -2UU- 4 - [(6, 7 -V* h^->-4-^-^\/U— JV) ^S'] 7— U 
> (50mg) i^^DP^M (2ml), h>jxf;i'7$> (0. 5ml) izm 
M\stz.'&. ?nn*)l&\zmmi>tzhV-fcXff> (4 8mg) SiATliaT3 
0#Mfli#Lfc. ^fC- 7 8«iU *3\>U7 5 (130mg) S 

mg, iR^7 0 %T#fco 

'H-NMR (DMSO-de, 4 0 0 MH z ) : 52. 68 (d, J =4. 4Hz, 
3H), 3. 97 (s, 3H), 3. 99 (s, 3H), 6. 8 6 - 6. 8 8 (m, 
1H), 7. 21 (dd, 1 = 2. 7Hz, 9. 0Hz, 1H), 7. 37 (s, 
1H), 7. 43 (d, J = 2. 7Hz, 1H), 7. 53 (s, 1H), 8. 07 
(s, 1H), 8. 17 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 
K«##fffi (E S I -MS, m/z ) : 3 8 9 (M + + 1 ) 

1 18 :N' -{2-^DD-4 - [(6, 7 -v^h^v - 4 -^V*'J 

2-/7DD-4 - [(6, 7 - v 5 * h=^>- 4-^^/0-^) 7— U 

> (5 0mg) &&nn-fc)],& (2ml), h'JX^7 5> (0. 5ml) izm 
MVfzm, ?uu-fc)V2±\zmm\stz. h U*^y> (4 8mg) ^Jn^.T^T'3 
0$HB1ift#L£. - 7 8^{C^SPL, ^*3\>P7 5>iMfc4f[ (2 5 0mg) 

mg, JRap 5 3 %T?#fc„ 

'H-NMR (CDC 1 a, 40 0MHz) : 6 3. 1 1 (s, 6H), 4. 1 2 (s, 
3H), 4. 20 (s, 3H), 7. 05 (s, 1H), 7. 17 (dd, 1 = 2. 
4Hz, 9. 3Hz, 1H), 7. 31 (d, 1 = 2. 4Hz, 1H), 7. 59 
(s, 1H), 8. 15 (s, 1H), 8. 46 (d, J = 9. 3Hz, 1 H), 8. 
8 2 ( s , 1 H) 

Hfi##rffi (E S I - MS, m/z) : 4 0 3 (M + + 1 ) 
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MffiMl 19 :N- (2-^DD-4 - {[6-^ is- 7 -( 3 -=EJl^ 'J / 

N-{2-^nn-4-[(7-hKo + y-6-^h4 1 y-4 -^VU — ;P) 
^-+->] 7I-JH -N' -7°Dtf;U^I/T (7 5mg), U <y"A (51m 

g), 1,3 ->?7*0^E7°D/\ 0 > (7 6 Ml) ^N,N-y^?;^A75H (4m 

SO A, ^DP^AT'ttailfc. f h 'J OAT«L, MJEET 

^£@£LTt#^nfcg|££x--^;i/T#fc?£U N- (4- {[7- (3-7*D 

^^D^+y) -6-^h + y-4-WJ^H jf*^} - 2-^nn7i 

— N ' -yntfjl/'y-l/TS: 7 4mg, «7 8%TWc 0 
(74mg)> j^^U^A (5 1 mg) , U > (13 0/zl) £N,N->>'^ 

(4ml) ^^L^T-M^L^o METiil^gSLT 

'H-NMR (CDC la, 400 MH z ) : (5 0. 89 (t, J = 7 . 44Hz, 
3H), 1. 41-1. 50 (m, 2H), 1. 97 (t, J = 6. 83Hz, 1 
H), 2. 3 3 - 2. 4 9 (m, 4h), 3. 0 4- 3. 0 9 (m, 2 H) , 3. 3 
2-3. 38 (m, 4H), 3. 52-3. 68 (m, 3h), 4. 03 (s, 3 
H), 4. 2 3 -4. 2 9 (m, 1H), 4. 32 (t, J = 5. 89Hz, 1H), 
6. 98 (t, 1 = 5. 49Hz, 1 H), 7. 21 (dd, 3 = 2. 68, 9. 
03Hz, 1H), 7. 36 (s, 1H), 7. 46 (d, J = 2. 68Hz, 1 

H), 7. 53 (d, J = 7. 81Hz, 1H), 8. 03 (s, 1H), 8. 18 
(d, J = 9. 27Hz, 1H), 8. 54 (d, J=4. 39Hz, 1 H) 

Kfi^tffM (ES I - MS, m/z) : 5 2 9 (M + ) 

mmm 120 :n- (2-^do-4- {[6-^h4^>-7-r2 -^j^u j 

N-(2-^DD-4-[(7-th'P + y-6-^ h is - 4 - U 
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^~>] 7ii;H — N ' -7°U\d)lVUT (72mg), mMtl U OA (3 0m 
g), 1,2 -y^D ; El^> (6 2 ul) ^N.N-y^fWAJS H (4ml) 

k mm v mm.~c 3 usra it # l &. mjet^ & ®^ l t*# e> ^ £ \z * ^in , 

@4LTt#^n^$£x-r^Ml, N- (4- {[7- 

-6-^^y-4-WJ-JW ?f-^>} - 2 -^7DD7i-JW - 
N" -ynh°;l/^l/T?:4 Omg, »4 5 %Tt#Jt 0 »&nfc't'|l!Ift (4 5mg), 
KBfe*U"^A (3 0mg), ; E;i/^U> (8 Owl) £N,N - y7fMM7 5 
K (2ml) IcJgflPLMLT?— M#Lfc 0 «JET»li£eSLT»snjfc»;* 

'H-NMR (CDC 1 3 , 4 0 0 MH z ) : 60. 89 (t, J = 7. 3 2Hz, 

3H), 1. 4 3 - 1. 4 9 (m, 2H), 2. 3 2 - 2. 3 8 (m, 2H), 2. 

66 (bs, 1H), 2. 79 (t, J = 5. 86Hz, 1H), 3. 04-3. 

0 9 (m, 2H), 3. 2 9 - 3. 3 6 (m, 4h), 3. 5 3 (m, 1H), 3. 

57-3. 59 (m, 2H), 3. 96 (s, 3H), 4. 31 (t, J = 5. 8 

5Hz, 1H), 6. 98 (m, 1H), 7. 21-7. 23 (m, 1H), 7. 

41 (s, 1H), 7. 46-7. 47 (m, 1H), 7. 55 (d, J = 12. 

69Hz, 1H), 8. 03 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1 
H), 8. 55 (d, J = 5. 37Hz, 1H), 
ll^tfi (E S I -MS, m/z ) : 5 1 7 (M + + 1 ) 
nMM 12 1 : N- (2-^dd-4 - {[7 - (3 - b H'D^i/7'n^4 : y)- 
6 h^'>-4 7x~;^) — N ' -y"u\d)VOUT 
N-{2-7nP-4-[(7-th'0 + y-6-^F + y- 4 -+±\/U ~;U) 

;H — N * -7°U¥)WUT (5 5mg) ,^^^U^A (2 0 
mg), 3 -7*0^- 1 -y°n/W— ;U (6 2 Ml) ^N,N-y^fMM7 
SH (4ml) ('^L^jfiT3B^P^ffi^Lfe. SETIII^fS LT?#£>*17c 
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xUiJWDYh^^y^-taDllgt, 3l^tfMb£-#7£2 5mg, i«4 

0 %-et#^c 0 

'H-NMR (CDC 1 3> 40 0 MH z ) : 50. 91 (t, J = 7. 44Hz, 
3H), 1. 24 (bs, 1H), 1. 4 3 - 1. 5 2 (m, 2H), 1. 97 (t, 
J = 6. 22Hz, 2H), 3. 06-3. 11 (m, 2H), 3. 56-3. 7 

1 (m, 2H), 3. 97 (s, 3H), 4. 27 (m, 2H), 6. 99 (t, J 
= 5. 62Hz, 1H), 7. 23 (dd, 3 = 2. 6 8, 9. 0 3Hz, 1H), 

7. 38 (d, J = 9. 03Hz, 1H), 7. 47 (d, J = 2. 68Hz, 1 
H), 7. 54 (s, 1H), 8. 05 (s, 1H), 8. 20 (d, J = 9. 03 
Hz, 1 H), 8 . 55 (s , 1 H) 

IIMfl (ES I -MS, m/z) : 46 1 (M + + 1 ) 

MM®! 12 2 : N- (2-^dd-4 - {[7 - (2-bh'D4 1 yXh^y) - 6 

N-{2-^PD-4-[(7-kFD + y-6-^h + y- 4 - =^ V U - )V) 
7x-JH — N ' -7'u\L)VuVT (50mg), U #A (30m 

gh If-l/y^nt t H U > (4 4 Ml) 5N,N-y7fMM75H (4 
ml) (Cl^?L,^T3fJ#^jt^L/ro r$J£T^£^£LT#£nfcg|£f;:7]< 

JIZU-? htf 7 7 J -IZckOmmi-, mmoik&WZ: 1 2mg, i&^2 2%Tl# 

'H-NMR (CDC 1 ,, 4 0 0MHz) : 50. 91 (t, J = 7. 44Hz, 
3H), 1. 4 2- 1. 4 9 (m, 2H), 3. 06-3. 11 (m, 2H), 3. 
8 0 - 3. 8 3 (m, 2H), 3. 98 (s, 3H), 4. 22 (t, J = 4. 6 
4Hz, 2H), 4. 98 (t, J = 5. 37Hz, 1H), 6. 99 (t, J = 
5. 37Hz, 1H), 7. 33 (dd, J = 2. 69Hz, 9. 03Hz, 1H), 
7. 39 (s, 1H), 7. 48 (d, J = 2. 68Hz, 1H), 7. 55 (s, 
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1H), 8. 05 (s, 1H), 8. 19 (d, J = 9. 27Hz, 1H), 8. 5 
5 (s, 1H) 

(E S I -MS , m/ z ) : 4 4 7 (M + + 1 ) 
12 3:N- (2-^DP-4- (T6 - * b^ris- 7 - (4-fcfU z?)V 

mn (N- {2 -pan- 4-[ (7-hh'D + y-6-^> + y-4- + t 
l/U=;W ^y]7i-Jl'} -N* -yolf^^l/T, 80mg) ,m^77 U >^A 
(l38mg), 4-^OP^5 1 ;PhrU> ? >^^ (4lmg) £N,N->^5P;U* 

h dm i ) izmmL8ox:T3mmMfti,rco Kfo^mzy^mx., 

7 0 0^A-7°o/\V-Jl/ (3/1) TlfifflLfc. W*«*«l7kfiftBt^KU^ 

'H-NMR (CDCh, 4 0 0MHz): (5 0. 9 6 (t, J = 7. 6Hz, 3H), 
1. 5 3 - 1. 6 4 (m, 2H), 3. 25 (dd, 3 = 7. 3Hz, 12. 9H 
z, 2H), 4. 07 (s, 3H), 5. 32 (s, 2H), 6. 66 (s, 1 H), 
7. 14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 27 (s, 1H), 
7. 29 (d, 3 = 2. 7Hz, 1H), 7. 41 (d, J = 5 . 9Hz, 2H), 
7. 54 (s, 1H), 8. 24 (d, J = 9. 0Hz, 1H), 8. 59 (s, 
1H), 8. 6 3 (d, J =6. 1Hz, 2 H) 
W«#*Ht (E S I -MS, m/z ) : 4 9 4 (M + + 1 ) 

IMB! 124 :N-f2-7Dn-4- ({ 6 - ^ h^>- 7 - [( 5 - ^l/fr U 

N-{2 - *PO-4-[(7-k h + ->- 4 -^ l /'J-JW 

7x-JH — N ' -7P hf;i/^7l^T (7 0mg), kI^J'J^A (3 0m 
g), ^>^^f 1/>7*07^H (8 Owl) ^N,N-^/fMJ|.A7$ F (5 

mi) \zmmisMi&T'3mmM&vfz. m&rmm^^vx^^nrcn^izTK 

T^*tt*®*LT^e>nfcgi**X— r-;PT«c^U, N — [4- ({7- (5-7* 
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U'E^y^Jl) **ris) -6-^h + y-4- + t7'J-;i/) ^~>] -2-£ 
□ D7x— ;W — N ' -■7°Ph°;i/^7l/7'^4 3mg> iR$4 6 f#£tl 
fc^flMfc (4 3mg), iMfc&U^A (3 0mg), =E)V^ U > (7 0^1) £N,N 
-y7fMM7 5 H (4ml) £»#L£fiT?--*feJ*#Lfc. «BET*«ES 

'H-NMR (CDC 1 3 , 4 0 0MHz): 0 1. 71 (t, J = 7. 32Hz, 
3H), 2. 28 (t, J ==7. 20Hz, 2H), 2. 63 (m, 2H), 3. 0 
8-3. 14 (m, 5H), 3. 2 9-3. 30 (m, 5H), 3. 47 (bs, 
1H), 3. 73 (m, 1H), 3. 8 6 - 3. 9 0 (m, 2H), 4. 36 ( t , 
J=4. 65Hz, 3H), 4. 46 (t, J=4. 76Hz, 1H), 4. 77 
(s, 1H), 4. 99 (t, J = 6. 34Hz, 2H), 7. 80 (m, 1H), 
8. 02 (dd, J=2. 68Hz, 9. 27Hz, 1H), 8. 18 (s, 1 
H), 8. 27 (d, J = 2. 68Hz, 1H), 8. 34 (s, 1H), 8. 8 
5 (s, 1H), 9. 00 (d, J = 9. 03Hz, 1H), 9. 35 (s, 1 H) 
mm'Mftm. (SSI-MS, m/z ) : 5 5 9 (M + + 1 ) 

^MM 125 :N ~ {2-^pq-4-r (6 - ^ b^-y- 7 - as - (1 h- 

1, 2, 3-h'J7'/-;>-l--f^) ^>^1^y} -4-^t'/'J^) 

h U7 1 /- ;K0.41ml), 1 -yn^r- 5 PD^>^> (l.Oml), B^it^T 
h 7Zf^)VT >=e -OA (lOmg), *3cfcZ>*3M7K^k;-^hU^A7jC^ (1ml) 
£T-feh> (10ml) IdjgtfU 50 < CTl8ff£fBI8fc# Lfc. M^^-&#J(l7K^ilP^., 

88 U 4"flfl# (390mg) £t#£o 

1H*4 (N — {2-^PO-4-[ (7-tFn + y-6-/h + y-4-^ty 
ij- ;p) t+y]7i-JH — N ' -^n M)VOVT, 80mg) ,^K*U^A (l 
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38mgh ffij&CDtpfflfo (52mg) ^N,N-y^fWM7S F (lml) Iz 
-)V (3/1) irtttfclLfco W*lii*^7KSfci6^-hU^AT<ej»L» mj£Tmm 
38% 

'H-NMR (CDCh, 4 0 0MHz) : <5 0. 9 6 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 4H), 1. 9 0 - 2. 0 8 (m, 4H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t. J = 7. 3Hz, 2H), 4. 88-4. 
94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J =2. 7Hz, 9. 
0Hz, 1H), 7. 25 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 
7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d, 
J = 9. 0Hz , 1 H), 8. 5 8 (s, 1 H) 
fi^lfl (E S I -MS, m/z ) : 5 4 0 (M + + 1 ) 

1 2 6 : N ' - (2-^PD-4- { r 6 - * h^5> - 7 - ( 4 - bf U 

T 

0*4 (N' - (2-^7DD-4-[ (7-kFn + y-6-/h + y-4- + 
:f-*/U~;i/) ^y]7iZJH — N, N-iSJL^JlOUT. 83mg) 'J 
(138m g). 4-^OO^^eiJy>HS (49m g ) £N,N - v*-?- 
J^;^7 5 F dm 1 ) fC»#LMTl8NFlBHR^L/t. RJ^S^JCtK^JD 
pl, ^uu^)V J u-y"unj -)V (3/1) TrffltHLfec W«Ji£*R7Kfife&:J- h 

u^a«l, *ffiT«iaE*e56LT#e»nfca$*HPLCfc:T»»L, ^ 

■H-NMR (CDCb, 400 MHz): 51. 26 (t, J = 7 . 3Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 08 (s, 3H), 5. 32 (s, 
2H), 6. 98 (s, 1H), 7. 14 (dd, 3=2. 7Hz, 9. 0Hz, 
1H), 7. 27 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 7. 4 
1 (d, J = 5. 9Hz, 2H), 7. 55 (s, 1H), 8. 37 (d, J = 9. 
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0Hz, 1H), 8. 58 (s, 1H), 8. 63 (d, J = 5. 9Hz, 2 H) 
«*##rM (ES I -MS, m/z) : 5 0 8 (M + + 1) 

MMM 1 2 7 : N — (2-^DD-4 - {[6 - * b^ris- 7 - (4 -qBJlofrU / 

^^y) - 4 -^y*'J 3-^>} ^^n;i/) -N' -yptf;i/^i^7 
N-{2-^PD-4-[(7-k + h^rS^- 4 VU — ;i/) 

7i-;H — N' -ynt°;i/^7l/7 (70mg). JKHWJ^A (3 0m 
g), W^^^DSK (8 0#1) ^N.N-y/^MJPAJSH (5 

T^ii^es&LT^enfes^sx— r-^Tijfei^L, n- (4 - {[7 - (4-y 

D^^b + y) -6-^l> + y-4-^ l /U-;H - 2-^D7x 

— ;P) — N ' -ZtU \L)V^VT^:A 3mg, J»4 6 %"ZWc 0 »Stlfc4»W# 
(4 3mg), M^U'y'A (3 0mg)« ; E;i/^U> (4 0 Ml) £ N,N - V * ^ 
5 h' (4ml) lft«#L£. MJ£T?£0££®£LT 

WHS S^STKfilEBS^- h U ? A T<i£*t L , «£ET»« L Tt# 5 ftfc S $ £ * 
U SiOfb^#I^2 3mg, «5 3%Tf#7to 

'H-NMR (CDCh, 4 0 0MHz): 50. 9 9 ( t , J = 7. 3 2 H z , 
3H), 1. 5 6 - 1. 6 2 (m, 13H), 2. 0 0 - 2. 0 8 (m, 2H), 3. 
2 6 - 3. 2 8 (m, 2H), 4. 04 (s, 3H), 4. 24 (m, 2H), 4. 
7 2 -4. 7 7 (m, 1H), 6. 65 (s, 1H), 6. 99 (s, 1H), 7. 
19-7. 26 (m, 1H), 7. 30 (s, 1H), 7. 3 2 - 7. 3 4 (m, 
1H), 7. 51 (s, 1H), 8. 25. (d, J = 9. 03Hz, 1H), 8. 
6 1 ( s , 1 H) 

KAftVfM (E S I -MS, m/z) : 5 4 5 (M + + 1 ) 

mmm 128 .• n- [2-^pd-4- q 6-^h^-7 - [2 - u 

;ufcf^7^7)x -4-^t'/'j-;n j^v) y^c-;p] -n' -y 

□ tr;i/«? 1/7 
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N-(2-^DD-4-[(7-tFD*y-6-^ b*ris- 4 — )V) 
7i-M -N' -zTa&UVUT (6 0mg), tim* U £A (3 0m 
g), l,2-y7'DtX^> (7 0tfl) ^N.N-y/^MJ^TS H (4ml) 

i:^tIST3 NPK jfti* L feo MffiTjgg* * @£ L Tf# <~> n fcgl $ K ?K £ in , 

g£ LT# e>tlfci$ SX-fjI/TM N — (4- {[7- (2-7ntlh 
+ -6-^h + y-4-+t7 l JzJW :t*->} - 2-^OD7i-Jl/) - 
N* -yn fcMl/tfI/7£4 6mg, 4X« 2 »5tt&*W#: (4 6mg), 

mmftWA (2 Omg). N-p<^;i/t 0 ^^^> (5 0 Ml) £N,N - 
*^A7 5 F (3ml) l:»«USlT-lft8I^Lfc. «ffiTi8J&E£®£lxT*# 

»»S4S7KaEB6^- h 'J7AWL, «JET»«E«:Ste LT?# ^tlfca^ £^ p 
^mVik-gyvZ: 2 4mg, «5 0%Tf#fc<, 

'H-NMR (CDC 1 3 , 4 0 0 MH z ) : 60. 99 (t, J = 7. 32Hz, 
3H), 1. 61-1. 64 (m, 2H), 2. 75 (m, 2H), 3. 00-3. 
16 (m, 4H), 3. 25-3. 16 (m, 4H), 3. 2 5 - 3. 2 9 (m, 
2H), 4. 02 (s, 3H), 4. 2 7 - 4. 3 5 (m, 2H), 4. 78-4. 
83 (m, 2H), 5. 33 (s, 3H), 6. 69 (s, 1H), 7. 17 (del, 
J = 2. 68Hz, 9. 03Hz, 1H), 7. 31 (s, 1H), 7. 49 (s, 
1H), 8. 26 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 

R*##ftt (E S I - MS, mX z ) : 5 3 0 (M + + 1 ) 

mmmi 2 9 : N- {2-5uu-4- [(7 - {2 - [(2-b:KD^->x^;U) 

L*_£2k> T^y] xh^x} - 6 -y h^->- 4 -4^y''j-;u) ^-^->] 7 

N-{2-7PD-4-[(7-hFD + y-6-/h + y-4 -^^'J-JW 
:<J-=^>] 7acx;U} — N ' -7*DTOl/7 (6 5mg), U OA (3 0m 

g), l,2-y7*D ; El^> (30wl) 5N,N-y^5 1 M^A7S H (4ml) 



WO 00/43366 



PCT/JPOO/00255 



- 122 - 

SiLTft6nfc38$*I-f^Tftj»b, N — (4- {[7- (2-7'Otih 
-6-^h + y-4-^yjrjl/j - 2-i/DD7x-JW - 

N' -7n¥)l>VUT&3 6mg, W4 5 %T?#7c„ »Sn&*IKH* (3 6mg), 
M^U^A (3 0mg), N-p(?;i/X^/-^75> (3 0 Ml) £N,N-;x 
/^MM7S F (3ml) K:»#LMT?--lftii#L&. «JETiS$&£S£ 

'H-NMR (CDC 1 3 , 4 0 0 MHz) : 50. 98 (t. J = 7. 32Hz, 
3H), 1. 59 (m, 2H), 1. 94 (bs, 1H), 3. 23 (m, 2H), 

4. 03 (s, 3H), 4. 07-4. 15 (m, 4H), 4. 76 (m, 4H), 

5. 35 (s, 3H), 7. 10-7. 17 (m, 1H), 7. 28 (s, 3H), 
7. 40 (s, 1H), 7. 54 (s, 1H), 8. 37 (d, J = 9. 03Hz, 
1 H), 8. 6 4 (s , 1 H) 

Mfi^tffffl (E S I -MS, m/z ) : 5 0 4 (M + + 1 ) 

jjjgLgjl 130 : N- [2-^7DP-4 - ({6-;*h4^>-7- [3 - (4 

jL^SzidZlZgji±id -4-^yu-;n -n' - 

N-(2-7DD-4-[(7-tHn^y-6-^h + i/- 4 -+^V'U ~;U) 
7i-JH — N ' -y"n \f_)WVT (75rag), ^^^7 U?A (30m 
g), l,3-y7o ; E7o/ , !> (7 5 Ml) £N,N- y^^J|/*M7 5 H (4m 

SPA, ^DD^;UATJfiffiLfco til^i7KMt h 'J "7A^ib. MffiT 

»ttt*e^LT»e>nfcjs$*x— ^i/r^u n- (4- {[7- (3-7'n 

^^D^+y) - 6 -X b*zs- 4 -=^l/U — -2-^DD7i 
— — N ' -y"U 1/7* 5 Omg, iK^5 2%Tt#feo S&nfctHft 

(3 0mg), KiiJ!J7A (2 0mg), N-pWUf^S^ (4 0 Ml) SN, 
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N-v7fM;i/A75K (3ml) t»«LSlT!- !ft*#Ljfc. «JET^« 

'H-NMR (CDC 1 3, 4 0 0 MHz) : <5 0. 99 (t, J = 7. 32Hz, 
3H), 1. 5 8 - 1. 6 2 (m, 2H), 2. 2 5 - 2. 5 0 (m, 3H), 2. 
7 0 - 2. 8 5 (m, 3H), 2. 9 2 - 2. 9 8 (m, 3H), 3. 2 5 (m, 
2H), 4. 04 (s, 3H), 4. 25 (m, 2H), 4. 83 (m, 3H), 5. 
34 (s, 3H), 6. 70 (s, 1H), 7. 21 (dd, J = 2. 68, 9. 
03Hz, 1H), 7. 26 (s, 2H), 7. 31 (s, 1H), 7. 49 (s, 
1H), 8. 18 (d, J = 9. 27Hz, 1H), 8. 59 (s, 1 H) 

(E S I - MS, ra/z) : 5 4 4 (M + + 1 ) 
jffi^iJ 13 1 : N ' -r2-£DD-4- ({6-^N4 1 '>-7-r2 - (1 H— 
1, 2, 3-h'J77-JP-l-fJP) Xh^yl-4-^7'J-JH t^y) 

(N ' - [2-{7UU-A-[ (7-tFP + y-6-^h + ->-4- + 
**i,]7 x.-)l) -n, N--yjL^)V^UT, 83m g) ,M*U 
*^A (138m g), 2- (1H— 1, 2, 3 — HJ TV)V— 1 —-i)V) JL^JU 4 
1 -^>-if>^;i/7*±— h (59mg) &N,N-y/fWA7 
5K dm 1 ) fC^L80CTl8B#M#L£o S^-&«fe»C7fc&llD^., ^DD 
^;i/A-yn/\V-;P (3/l) TJlfittJLfco W«»£&7kffiB^ MJ^ATtt 

4 J F B Wih'JX^;i/75> (0.027ml) (DZnnftJlsA (lml) JSJfcfc, 0°CTH 
U*X^r> (90mg) SO AT, 30#IHJft#Ljfc. ^J&^^£oC^£PLfc^ 
yl^7 5> (0.044ml) £«TLTJD*., 2B$ffl7WT^2S£T#2& L7c„ j£ 

;P (3/1) -CffiaBLfeo W««&«S7KflltB6^-K'J^A1?ft«L, «EET8SF»* 
a4LTH6n&«$SHPLClCT»l!b, ^ScDfb^#;^30m g , JK^29% 
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'H-NMR (CDCh, 400 MHz): 51. 2 6 (t, J = 7. 1Hz, 6H), 
3. 41 (q, J = 7. 1Hz, 4H), 4. 03 (s, 3H), 4. 53 (t, 
J=4. 9Hz, 2H), 4. 94 (t, J = 5. 1Hz, 2H), 6. 98 (s, 
1H), 7. 13 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 26 (s, 
1H), 7. 73 (s, 1H), 7. 94 (s, 1H), 8. 38 (d, J = 9. 0 
Hz, 1 H), 8 . 60 ( s , 1 H) 

mmmi 3 2 : 3- {r4- (3 4- (r (yi^7$;) 

JStt (N* - (2-^no-4-[ (7-bFD*y-6-/h + y-4- + 
^-VU— ;P) ^y]7ii;H — N, N->?Xf;|/>>l/7, 83mg) ,«S65t7 U 
OA (138m g), 3-7*0^-l-7°DAV-;l/ (0,027ml) £N,N - 3^ 
H (lml) tC^?L80t:Tl8Bf^jt^L/t o Rf&m&mZ7k&tU?L* 
^□n*M-7°D/V-Jl/ (3/1) Ttt/ilbfco WflWi^Tkatgl^-hU^ 

t#7c 0 tplfflttt h 5 > (0.027ml) ©^Pnsft^A (lml) BSfflEK:, 0 

tTh'J^y> (90mg) 1}Uz_~C, 30»ra«*fOfc. Effcig^^Ot; tc^sn L 
y!W5> (0.044ml) ^ITL Tin A, 2B#&l7WTgi&£T#2&L 

nj-)V (3/1) Tttth}Lfc 0 ^««£&zK«*SI±HJ£ATtt«U MEET 
JS#£SSLT»Sftfc3S££HPLCfcT#*SU 35jBO^i»Si9mg, JR 
^17%Tf#fc 0 

'H-NMR (CDCb, 4 0 0MHz): 51. 04 (t, J = 7. 1Hz, 6H), 
1. 22 (t, J = 7. 3Hz, 6H), 3. 09 (q, J = 7. 1Hz, 4H), 
3. 36 (q, J = 7. 1Hz, 4H), 3. 75 (t, J = 6. 3Hz, 2H), 
3. 97 (s, 3H), 4. 29 (t, J = 6. 1Hz, 2H), 6. 93 (s, 
1H), 7. 10 (del, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 27 (s, 1H), 7. 45 (s, 1H), 8. 33 
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(d, J = 9. 3Hz, 1H), 8. 55 (s, 1 H) 
il^Jl 3 3 : N — F 2 - ^DD-4- ({6-* h^->-7-f3- (4-fcT'J 

JKtt (N- (4- {[7- - 6 -^ 4 _ + 

tyj-^t+y} - 2-i7DD7x-;W -N* 80mg) , 

«BI*U^A (138m g), 4-^;^7>t:'Jy> (22mg) SN.N-^fJP 

7fs;i/AT5 k (imi) izmffiLm&x* 3mmmwistc 0 Rj^M^m\z^m^ 

'H-NMR (CDCh, 4 0 0MHz): 50. 91 (t, J = 7. 6Hz, 3H), 
1. 5 0 - 1. 6 0 (m, 2H), 2. 2 4- 2. 3 2 (m, 2H), 3. 11- 
3. 24 (m, 4H), 3. 99 (s, 3H), 4. 25 (t, J = 5. 9Hz, 
2H), 4. 7 0 -4. 8 0 (m, 1H), 6. 62 (s, 1H), 7. 11 (d 
d, 3=2. 7Hz, 9. 0Hz, 1H), 7. 11-7. 16 (m, 2H). 7. 
23 (s, 1H), 7. 25 (d, 3 = 2. 7Hz, 1H), 7. 45 (s, 1H), 
8. 19 (d, 3 = 9. 0Hz, 1H), 8. 30-8. 34 (m, 2H), 8. 
5 5 (s , 1 H) 

K*##fM (E S I -MS, m/z ) : 5 5 4 (M + + 1 ) 

iMll 13 4: N— {2-^PD-4-r (6 - h^~>- 7 - { 3 -r ( 1 

1 H- 1 , 2, 3, 4 -f h 7'/- 5 ^jjU) ^^17°D^^>-} - 

(n — (4- {[7- (3-^n=eyu7f^zy) - Q -*h*~>-4-* 

t7U-J^y) - 2 - 2 UU7 — N ' - t?;i^ 1/7, 80m g) , 

^i^'J^A (138m g). 5 - p< 7>-l-rh7 (23mg) £N,N 

-y^fMM75K (1ml) IzfeffiL^T* 3 Wm#L7c. J5/ft*g^#f 
(C7K^rJjn^, i/DD^M-yo/V-Jl/ (3/1) Ttt&fflLfc. #$£il£M7}< 
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'H-NMR (CDCh, 4 0 0MHz) : 6 0. 91 (t, J = 7. 3 Hz, 3H), 
1. 5 1-1. 5 6 (m, 2H), 2. 3 9 - 2. 4 8 (m, 2H), 3. 17- 
3. 23 (m, 2H), 3. 56 (t, J = 7. 1Hz, 2H), 3. 86 (s, 
3H), 3. 97 (s, 3H), 4. 27 (t, J = 5 . 9Hz, 2H), 4. 7 
5-4. 82 (m, 1H), 6. 63 (s, 1H), 7. 10 (dd, J = 2. 7 
Hz, 9. 0Hz, 1H), 7. 24 (d, J = 3 . 7Hz, 1H), 7. 44 (s, 
1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 55 (s, 1 H) 
MMttVfM (E S I - MS, m/z ) : 5 5 9 (M + + 1 ) 



HMffil 13 5:N- (2-^DD-4 - (r6-^h^->-7 - ( 3 - fc?^ U >? 

- 4 -^yj-jH^v-} 7ii;i/) — N ' - y°n ¥)lry \y 

7_ 

N — {2-^OD-4-[ (7-kFo^y-6-/h + y-4-+tV*U- 
;U) t+y]7xrJH — N ' -7°Dti;P^l/T (500mg) ,j^#U^A (857 
mg), 1, 3 -y7*D ; E7"PA 0 > (0.5m 1 ) $N,N-y^fMM75 H (5 

ZtinX, 9 nDzK;yA/2 -y"uny -)V (4/1 ) TtttBt^Co WM^^m 

N- (4- {[7- (S-yo^yp^+y) - 6 S^->- 4 -*±V X ) — 
;y]^-+y/} - 2-7DD7xPJH — N ' - 7° □ U 7 £451mg> » 7 

l%Tf#7c 0 N — (4- {[7- (3-7*D^7'D^y) -6-p<h^>-4 
-^tVUr^t+y} - 2-^DD7xrJH — N ' -y°U iiJlu U7 (70 
mgh vmtl^OI* (54mg)> hf^'J;y> (39ul) ^N^-y^WMTS 

k (2mi) izmmL^Ts-mmftLtc, mjzTmm&'gizLT&ztitzmz: 

ffitmi- h U ^Alr^^L, MffiT^££S* LTt# e> ti7c$l£ £^7 □ d^A/ 

y<^y-;K2 o/i) -vmm-t&isijfitfji? □ h^^-^ckDfiitiu 

'H-NMR (CDCh, 4 0 0MHz) : fiO. 98 (t, J = 7. 6Hz, 3H), 
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1. 46 (br, 2H), 1. 5 4- 1. 6 6 (m, 8H), 2. 15 (br, 2 
H), 2. 44 (br, 2H), .2. 55 (br, 2H), 3. 2 0 - 3. 3 0 (m, 
2H), 4. 04 (s, 3H), 4. 27 (t, J = 6. 6Hz, 2H), 4. 77 
(t. J = 5. 9Hz, 1H), 6. 65 (s, 1H), 7, 17 (dd, J = 2. 
7Hz, 9. OHz, 1H), 7. 32 (d, J = 2 . 7Hz, 1H), 7. 33 
(s, 1H), 7. 49 (s, 1H), 8. 24 (d, J = 9. OHz, 1H), 8. 
6 1 ( s , 1 H) 

mmmi 36 :N- [2-?DD-4- ({7-pth^->-6 - [2 - (4-^^ 

;i/hf^^->v) ih^/i -4-=^y'u-;p} Tx^ji/j — n ' -y 

(N- (2-^DO-4 - [(6-tHD^y-7-^h + y-4 - 
;p) :t=^>] 7x.=.)W — N ' -7'n t!;>^ U7 (5 0 Omg), js*^7j U ^7 A (8 
57mg), 1, 3-y'7"nt7°D/t> (0. 5ml) SN, 
75 H (5ml) i:^LSfiT3^WLt. MJBETi£^£g£LTf#<btl 
fc3S*tC7K*Jn^L, £ -7 p D/V-il' (4/1) TtttBLfe. W 

T-;PT?i5fe^L, N — (4- {[6- (2-7"ntIh + -» - 7 - * h*->- 4 - 

^-^5>} - 2 -^DD7iZJK — N ' -7"oej|/^l/754 5 
lmg, i»7 1 %Tf#7c„ N- (4 - {[6 - (2-7"DWh + y) -7-* 

h^x- 4 — ;P] :t4^>} - 2-^dd7x-;h -n' -yptf;u 

^I/T (5 Omg), j^Tj'J^A (4 Omg), N- ^5^;Utf^^ f/> ( 5 0 ju 
1) £N, N-y^»jl,A7=F (1ml) L^'fit-SftlJt L7c„ 

Sl/Tt#bnfc?I$ £r^7 a ot^a/^ ^ y — ;n?a^T-5> -> U 7jy;u^ n t h 

'H-NMR (CDC 1 :, , 400 MHz): 60. 98 (t, J = 7. 3Hz, 
3H), 1. 5 6 - 1. 6 5 (m, 2H), 1. 77 (br, 4H), 2. 31 (s, 
3H), 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 97 (t, J = 6 . 



WO 00/43366 



PCT/JPOO/00255 



- 128 - 

1Hz, 3H), 3. 2 4- 3. 2 9 (m, 2H). 4. 04 (s, 3H), 4. 3 
2 (t, J = 6. 1Hz, 2H), 4. 83 (br, 1H), 6. 69 (s, 1H), 
7. 16 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 30 (s, 1H), 
7. 31 (s, 1H), 7. 55 (s, 1H), 8. 25 (d, J=9. 0Hz, 
1 H), 8. 6 2 (s , 1 H) 

MMfttfrW. (E S I -MS, ra/z) : 5 2 9 (M + + 1 ) 

mmmi 37 .• n- [2-7 an- 4 ({7-* N4^>-6- [3- u-*-^ 

(N- {2-^DD-4 - [(6-kKD^y-7-/h + y- 
^->] 7iZJH -N' -yohf;i/^l/T (5 0 Orag), »'J^A (8 
5 7mg)> 1, 3-yynt/DA> (0. 5ral) ^N, N-^fMM 
75 H (5ml) tC*»LMT3RrlW*i*L/S:. «EET»**S*bT»e»n 
&8e£fC*£:&n*.. ^□□^A/2-yp/V-;i/ (4/1) TittiUfc. w 

5^T£fc#U N — (4- {[6- (3-7DtyDJl?+'» -7-^^41^-4 

-^^-V"'J- ;u] -2-^dd7x-;H — n ' t?;|/£ U7&4 

5 1 mg, iK^7 1 N — (4 - {[6 - (3-7*DtyD^y) - 7 

h^^~ 4 -Jrj-*/ 1 ) ^-+->} - 2-^DD7iZJH — N ' -^P 

\±)WVT (50mg), mW.fi x ) "OK (40mg), N - * V> (5 

Of 1) SN, N-y^fMJPA7$ K (1ml) fcjgfl? M# L 

'H-NMR (C D C 1 3 , 4 0 0 MH z ) : <5 0 . 98 (t, J = 7 . 6Hz, 
3H), 1. 5 8 - 1. 6 4 (m, 2H), 1. 71 (br, 4H), 2. 31 (s, 
3H), 2. 53 (br, 2H), 2. 71 (br, 2H), 2. 11-2. 17 (m, 
2H), 2. 30 (s, 3H), 2. 5 9 - 2. 6 2 (m, 2H), 3. 24-3. 
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29 (m, 2H), 4. 04 (s, 3H), 4. 26 (t, J = 6. 6Hz, 2H), 
4. 80 (br, 1H), 6. 67 (s, 1H), 7. 17 (dd, J=2. 7H 
z, 9. 0Hz, 1H). 7. 31 (s, 1H), 7. 31 (s, 1H), 7. 52 
(s, 1H), 8. 25 (d, J = 9. 0Hz, 1H), 8. 61 (s, 1 H) 
K*##Hfi (E S I -MS, m/z ) : 5 4 3 (M + + 1 ) 

gyjjgj 13 8: N- (2-#DD-4- {T7-;*h^->-6 - (2-h°'JyJ|/ 
-4-4 1 t7'J^Htt^} Z^lM ~ n ' -yPtf^frUT 
IC£f (N — (2-^DD-4-[ (6-kh*0^y-7-^h^y-4-^ 
VV-Jl) «y]7i-JH -N' -^Dt;^l/7, 80mg) U 

(l38mg), 2- (^D/^) t'J>?>JfiK4i (41mg) £N,N-v*?Mb 
^;l/AT5 H dm 1 ) H^Ll20°CT3B#OT^Lrco KJfcg^ttfcTfcSJnA, 

^DD*M-yn/v-jp (3/i) -ettmL7t. tii^i/Mthu^ 

'H-NMR (CDCh, 4 0 0MHz) : 5 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 51-1. 58 (m, 2H), 3. 17-3. 22 (m, 2H), 4. 02 (s, 
3H), 4. 69 (br, 1H), 5. 36 (s, 2H), 6. 57 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. OHz, 1 H), 7. 21-7. 29 (m, 
2H), 7. 5 3 - 7. 5 5 (m, 2H), 7. 66-7. 71 (m, 1H), 8. 
15 (d, J = 9. OHz, 1H), 8. 5 5 - 8. 5 7 (m, 2 H) 

MMfttifM (E S I -MS, m/z ) : 4 9 4 (M + + 1 ) 

mmwn 3 9 : N- (2-^DO-4- in -Xb*zs-6- (3-^;i^'j 

T 

mm (N- (4- {[6- (3-7°ntf^» - 7-^ h + y-4-+t7'J 

- 2-^no7x-;w — n ' -7°oe;^U7, 54mg) ,mm 

jjWA (138m g). ; E;i/^U> (0.017ml) §N,N-y^9 : MJ^7S H (l 
ml) f'^?Ll20°CT3B#r B 1ffi^Lfco K^U^m\Z7^1m?L, i'nD^M 

-yn/w-;p (3/1) Trfflffib^o &mm&m7ktiiM±bi)tyA~e$mi<. 



WO 00/43366 



PCT/JPOO/00255 



- 130 - 

g> JR^77%T?#&. 

'H-NMR (CDCb, 4 0 0MHz) : 5 0. 9 1 (t, J = 7. 6Hz, 3H), 

1. 4 7 - 1. 5 9 (m, 4H), 1. 8 8 - 2. 0 0 (m, 2H), 2. 35- 

2. 48 (m, 4H), 3. 20 (dd, J = 7. 3Hz, 12. 9Hz, 2H), 

3. 6 2 - 3. 7 4 (m, 4H), 3. 97 (s, 3H), 4. 15 (t, J = 6. 
3Hz, 2H), 4. 7 4-4. 8 0 (nu 1H), 6. 63 (s, 1H), 7. 0 
9 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24 (d, J = 2. 7Hz, 
1H), 7. 42 (s, 1H), 8. 18 (d, J = 9. OHz, 1 H), 8. 54 
(s, 1H) 

Ml^tfrl (E S I -MS, m/z ) : 5 3 0 (M + + 1 ) 

^flSffiJ 140 :N-{2-^DD-4 - f ( 6 — { 3 — (2-kh'Dt jyX^jV) 

M*^f (N — (4- {[6- (3 -ynt7"n^i/) - 7 H4^x-4 
t'/U-^+y} - 2-^DD7x"JW — N ' --fU\±)V^UT. 5lmg) , 
mmfiyyi* (68m g), 2- (^fJl/75y) X^y" — (l5mg) £N,N- 
y^fMM7$ K dm 1 ) fcigfi? L80°CT 3 mmm& L7c„ KfoM^mz 
7K^7JPx., 7 00^j|/A-7'DAV-;P (3/1) TfflffiLfc. WttJI£ag?KfifE 

^/-^TM^T^HPLCfCcfcDffi^U SH<7Mb£-^£25mg, JR*485ST» 

'H-NMR (CDCh, 4 0 0MHz) : 5 0. 9 5 (t, J = 7. 6Hz, 3H), 
1. 53-1. 62 (m, 2H), 2. 08-2. 15 (m, 2H), 2. 30 (s, 
3H), 2. 58 (t, J = 5. 4Hz, 2H), 2. 68 (t, J = 7. 1Hz, 
2H), 3. 21-3. 26 (m, 2H), 3. 60 (t, J = 5. 4Hz, 2H), 
4. 02 (s, 3H), 4. 23 (t, J = 6. 3Hz, 2H), 5. 06 (t, 
J = 5. 6Hz, 1Hz), 6. 79 (s, 1H), 7. 13 (dd, J = 2. 7 
Hz, 9. OHz, 1H), 7. 2 7 - 7. 2 8 (m, 2H), 7. 4 8 (s, 1 
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H), 8. 21 (d, J = 9. 0Hz, 1H), 8. 58 (s, 1 H) 

mMM 14 1 :N- (2-^DD-4- {f6-^h^->-7- ( 2 — hf U S^P 

^ (N- {2 -^DD-4-[ (7-hFD^y-6-/h + y-4- + ; 
UJI/) t+y]7x-;H — N ' 80m g) JSBS* 'J (13 

8mg). 2 - i7 0 0^f;|/l:Uy>MI (4img) £N,N-i?^^*Jl/A 
75 K (lml) tC^L80 £ CT3B#P^mj^Ufco KJftg'&JtofcJlc&ini*., 

□ MA-yo;t;-;i/ (3/i) Tft&fctiLfco WM&^tKIKK^ h U >^at 

^^8lmg, »82%TWc 0 

'H-NMR (CDCh, 400MHz):<50. 97 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 
z, 2H), 4. 05 (s, 3H), 4. 7 5 -4. 8 2 (m, 1H), 5. 42 (s, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 67 (s, 1H), 7. 08 

(dd, J = 2. 9Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 7Hz, 
1H), 7. 44 (s, 1H), 7. 53 (s, 1H), 7. 56 (d, J = 7. 8 
Hz, 1H), 7. 69 (dt, J = 2. 0Hz, 7. 8Hz, 1H), 8. 25 

(d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 1Hz, 1H), 8. 6 
1 (d, J =4. 6 H z , 1 H) 

»M##fffi (E S I -MS, m/z ) : 4 9 3 (M + + 1 ) 

gjjjjLgj) 14 2 : N- (2 - ^n-D - 4 - {r6-^h^-7- ( 3 - tf 'J 22k 

WM (N- {2-^PD-4-[ (7-hKD*y-6-/h + y-4-^y 
U;i/) t+*>]7x-JH — N ' --fa MMVT> 80m g) J^^UCA (13 
8mg). 3 -^UU^)V\±^-jymBM (4img) £N,N - v^fSH^UA 
75H (lml) {C?^L80°CT3f}#^JS#L,7c o S^^fd7KS:*DA, 
P^A-7*n/V-Jl/ (3/1) T-fflttJLfcc ^«Ji HJ# AT 

«70mg, iK^71%Tl#7Co 
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'H-NMR (CDCh, 4 0 0MHz): <5 0. 9 7 (t, J = 7. 3 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 3Hz, 12. 9H 
z, 2H), 4. 02 (s, 3H), 4. 8 2 -4. 9 0 (m, 1H), 5. 30 (s, 
2H), 6. 47 (d, J = 5. 4Hz, 1 H), 6. 72 (s, 1H), 7. 09 
(dd, 1 = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J=2. 7Hz, 
1H), 7. 32 (dd, J=4. 9Hz, 7. 8Hz, 1 H) 7. 47 (s, 1 
H), 7. 52 (s, 1H), 7. 84 (d, J = 7. 8Hz, 1H), 8. 26 (d, 
J = 9. 3Hz, 1H), 8. 47 (d, J = 5. 4Hz, 1 H), 8. 58 (d, 
J = 3. 2Hz, 1H), 8. 7 5(s,lH) 
K*##rM (E S I - MS, m/z ) : 4 9 3 (M + + 1 ) 

Mlfoffl 143 : N - (2-^aa-4 - (r6-^h^~>-7 - ( 4 - tf U y ;U 

M£f (N — {2-&UU- 4-[ (7-tHD + y-6-^h^y-4- + ; 
t^y]7xZJH -N' -ynfcf;i/^i/T, 80mg) JtS^U^A (13 
8mg), 4-^no^^f'Jy>Mfi (4lmg) £N,N - S^^Ml^l/A 

75H dmi) izmMis8o°c-c3mmm.&i>fco Kf^m^mz^m^ 

P^;UA-yp/\V-;U (3/1) TttfctiLfc. fil^iTKMthU^AT 

k«iu »ffiTO«s®*L/T^e>nfcj8$*HPLC{cT*ii«!j u mm<Dit 

^7 1mg, iR^71%Tt#^:„ 

'H-NMR (CDCh, 400 MHz): 50. 97 (t, J = 7. 6Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, J = 7. 1Hz, 12. 9H 

z, 2H), 4. 05 (s, 3H), 4. 8 6 -4. 9 2 (m, 1H), 5. 32 (s, 

2H), 6. 48 (d, J=4. 7Hz, 1H), 6. 73 (s, 1H), 7. 08 
(dd, 1 = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 9Hz, 

1H), 7. 38 (s, 1H), 7. 41 (d, J = 6. 1Hz, 2H), 7. 54 
(s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 

4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 

fJfi^#Tffi (E S I -MS, m/z ) : 4 9 3 (M + + 1 ) 

14 4 : N- (2-^PP-4- {f6 h^>- 7 - (2 -^EJUsE 'J 
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yxh^-» -4-^yj;Wy) y^-ji) -n' -y°u\d)i^ur 

Mm (N- { 2-2UU- 4-[ (7-tFn^y-6-^h + y-4-^y 

U;i/) t+y]7x-;H -N' -yphf;p>j7i/T, loomg) J^^u^A (1 

72mg), l,2-y7ntl^> (0.086m 1 ) ^N.N-y^^MJS F (l 

mi) izmm^uv3mmm^Lrzo K^u^mz^nwx, ^do^i/a- 

ypAV-;P (3/1) TrtlttlLfc. »S^^7K«^-hUCAT^L, M 
i£T^^^g^LT#?>n7t^$^X-^;i/T^#L, (N — (4- {[7 

- (2-7'DtIh + y) -6-^h^y-4-^yiJJ^y) - 2 - ^ □ 
D ^xZJW -N' -Zfu\Z)VVU7) *%tz.o *m&. mmtiVVA (l38mg), 
^;L-*U> (0.17ml) ^N,N-y7fWA7 5F (lm 1 ) {3^L80 o C~e 

'H-NMR (CDCh, 400 MHz): 50. 91 (t, J = 7. 6Hz, 3H), 
1. 50-1. 59 (m, 2H), 2. 57 (t, J =4. 6Hz, 4H), 2. 
88 (t, J = 5. 9Hz, 2H), 3. 18-3. 23 (m, 2H), 3. 68 
(t, J = 4. 6Hz, 4H), 3. 94 (s, 3H), 4. 26 (t, J = 5. 
9Hz, 2H), 4. 98 (t, J = 5. 3Hz, 2H), 6. 41 (d, J = 5. 
3Hz, 1H), 6. 74 (br, 1H), 7. 03 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 34 (s, 1H), 
7. 43 (s, 1H), 8. 42 (d, J = 5. 1Hz, 1 H) 
KMfttifM (E S I -MS, m/z ) : 515 (M + + l ) 

^ffliffl 145 :N-r2-^7DD-4-r{6-yh=^'>-7-r2 - ( 1 H - 1 , 
2, 3-h'J7'/-JHl-l'^) Ih^yl-4-^y'JJW ^-^-»^x-;H 
— N ' -7°D b°;i/-j7 1/7 

IM^f (N- {2-^DD-4-[ (7-hh'D + y-6-^h^y-4- + y 
U;P) ^-^~>]^o:-;i/} — N ' -y"U\d)V^UT , 80mg) .m^^U^A (13 
8mg), 2 - (1H-1, 2, 3-h'J7y-Jl/-l— fJW X^;U 4-y 
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1 -^>if >X)ls7*j— h (59mg) ^N.N-y^^MySH 
A-yn/W-^ (3/1) tll^Mtth'J^ATgiL, 

iET^i&^S L Tt# b ntzfMZ £ , ^ o □ a - y ^ / — ;i/~eJi^ LtcH 

PLCfCTMSSfU icffi£)ft:£-#;£92mg> iK^92%T=f#fe. 
1 H — NMR (CDCh, 400 MHz): 50. 97 (t, J = 7 . 6Hz, 3H), 
1. 5 7 - 1. 6 3 (m, 2H), 3. 2 3 - 3. 2 8 (m, 2H), 4. 01 (s, 
3H), 4. 52 (t, J = 5. 1Hz, 2H), 4. 81 (br, 1H), 4. 9 
3 (t, J = 5. 1Hz, 2H), 6. 47 (d, J = 5. 4Hz, 1H), 6. 
69 (s, 1H), 7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 
18 (d, J = 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 51 (s, 1h), 

7. 72 (d, J = l. 0Hz, 1H), 7. 97 (d, J = 1 . 0Hz, 1H), 

8. 26 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 5. 4Hz, 1 H) 
II^*fil (E S I - MS, m/z ) : 4 9 7 (M + + 1 ) 

MMM 146 :N-f2-^DD-4 - ({ 7 - T2 - ( 1 H - 1 -- f S^'/'J jl/) 

ISW (N — {2-^on-4-[ (7-hh'D^y-6-^h + y-4- + y 
LUIO t^y]7xZ;W -N' -yne;U«j7l/T, 80mg) (13 
8mg), 2- ( 1 H — 1 --f 5 *? S J U )V) JL^JU 4 -y 1 -^>iz>X 

)V7*j—V (59mg) &N,N-y7^MM75h' (lm 1 ) tC^?Ll20 
T;T5ffi?fM#L/t„ S^^^{C7jc^JinA, ^PD*M-7'D/V-J1/ (3/ 

i) TatHL7co ^mm^myMm^ h u ^at^l, meet^s^^lt 

?#bn/i£S!££> 7 n D*J^ - ^ ^ y -J^Ii LfcH PLC CTii b, m 
m<Dit^^}^: 8 lmg, iK^82%"e#;to 

'H — NMR (CDCh, 400 MHz): <50. 96 (t, J = 7 . 6Hz, 3H), 
1. 5 0 - 1. 6 5 (m, 2H), 1. 9 0 - 2. 0 8 (m, 2H), 3. 24 (d 
d, J = 7. 1Hz, 12. 9Hz, 2H), 4. 01 (s, 3H), 4. 17 (t, 
J = 6. 6Hz, 2H), 4. 44 (t, J = 7. 3Hz, 2H), 4. 88-4. 
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94 (m, 1H), 6. 32 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. 

0Hz, 1H), 7. 25 (s, 1H), 7. 29 (d, J = 2. 7Hz, 1H), 

7. 48 (s, 1H), 7. 55 (s, 1H), 7. 70 (s, 1H), 8. 23 (d, 

J = 9. 0Hz, 1H), 8. 5 8 (s, 1 H) 

M&ftffiM (ES I -MS, m/z) : 4 9 6 (M + + 1) 

llij 47 : N- (2 4 - (T7 - (3 - b Fn^xyP^y) 

- 6 h^->- 4 -^y U^i^-^y} 7x-Jl/) — N ' -yp^fr^T 

JMm (N- {2-^DD-4-[ (7-tFD+y-6-^h + y-4-^/ 
U;U) Wx]7i-JH -N* -yDtf;i/r>l/T, 80mg) ,m^^7'J^A (13 
8mgh 3-7"Dt-l-7'DAV-^ (0.027ml) $N,N-y^?j^A 

k dm i ) izmffi^i&rimmmw^fzo K^m^mzy^mx. ?u 

□ *M-7'OAV-^ (3/1) TffiffiLfc. fll^MgthUyAT 

P^T^HPLCf'ckDM^U mm(Dfc£!®)&94mg. 43^100% T?#7Co 
'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 2 (t, J = 7. 6Hz, 3H), 
1. 4 5 - 1. 6 2 (m, 2H), 2. 09-2. 18 (m, 2H), 3. 21 (d 
d, J = 7. 1Hz, 12. 9 Hz, 2H), 3. 87 (t, J = 5. 6Hz, 2 
H), 3. 94 (s, 3H), 4. 31 (t, J = 6. 1Hz, 2H), 4. 81- 
4. 87 (m, 1H), 6. 42 (d, J = 5. 1Hz, 1H), 6. 69 (s, 
1H), 7. 03 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 14 (d, 
J = 2. 7Hz, 1H), 7. 36 (s, 1H), 7. 43 (s, 1H), 8. 20 
(d, J = 9. 0Hz, 1H), 8. 42 (d, J = 5 . 4Hz, 1 H) 
Mt&M 148 : N- [2-^DD-4 - ({6-^N=lF^-7 - [2 - (4 - y^ 

;Hf^>V) ih^y] -4-^/u^} sM^» -n' -ynfcf 

mm (N- (4 - {[ 7 - (2-7'PtI - 6-^h + y-4- + 7U 

;H - 2-7nD7i-^) — N ' -ZfuyDVVVT. 50mg), m& 

*U^A (13 8mg), 1 -y^H^^ix^ (0 . 0 5 5ml) £N, N-~>* 
J^M7 5 H (lml) K&fl? LSfitl 8 l^fifljf # L/co SJfc?Jg£-#HC 
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7^1iW?L, 2 uu^JVL.-yun; -)l (3/1) TtttBL/to til^i7KS 
U mmoit^^}^: 5 4rag, JR^ 1 0 0 %T?#£:. 

1 H — NMR (CDCh , 4 0 0MHz): (50. 92 (t, J = 7. 3Hz, 
3H), 1. 4 9- 1. 6 2 (m, 2H), 2. 24 (s, 3H), 2. 35-2. 
70 (m, 2H), 2. 90 (t, J=4. 6Hz, 2H), 3. 21 (dd, J 
= 7. 3Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 4. 26 (t, J 
= 6. 1Hz, 2H), 4. 7 5 -4. 8 5 (m, 1H), 6. 41 (d, J = 5 . 
1Hz, 1H), 6. 67 (s, 1H), 7. 04 (dd, J = 2. 7Hz, 9. 
0Hz, 1H), 7. 14 (d, 3 = 2. 7Hz, 1H), 7. 34 (s, 1 H), 
7. 42 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 42 (d, 
J = 5. 1Hz, 1H) 

W*##H1 (E S I -MS, m/z ) : 5 2 8 (M + + 1 ) 

^MffiJ 149 : N - (2-^PD-4- { r 7 - ( 2 - h K a 4- S^X h >Q - 

6-^h^y-4-^;'JWy| 7i-^) — N ' -y°u\±)V^UT 

MPc (N — {2-^PD-4-[ (7-tHD + y-6-^h + y-4- + ; 
»J;10 t*->]7iZJH — N ' --?U\£)IVU7. 80m g) ,M*U^A (13 
8mg), 2-7'n ; EX^y- ;U (0.021m 1 ) &N,N-y^?WA75 h' (l 

^p/W-;i/ (3/1) TfflfcHLfc. W«Ji&4S7KaEfift±h>J^A7ftt»L, » 

1 H — NMR (CDC1.>, 4 0 0 MH z ) : <5 0 . 9 6 (t, 3 = 7. 6 Hz, 3H), 
1. 5 4- 1. 6 5 (m, 2H), 3. 25 (dd, 3 = 7. 1Hz, 12. 9 
Hz, 2H), 3. 99 (s, 3H), 4. 07 (t, 3=4. 4Hz, 2H), 4. 
28 (t, J=4. 6Hz, 2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 
77 (d,J=8. 3 Hz, 1H), 7. 08 (s, 1H), 7. 08 (dd, 3=2. 
7Hz, 9. 0Hz, 1H), 7. 42 (s, 1H), 7. 49 (s, 1H), 8. 
25 (d, J = 9. 0Hz, 1H), 8. 48 (d, 3=2. 9Hz, 1 H) 
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MMWl 50 :N- (2 -^Dd-4-r (7 - \2-\ 

— n ' -ypfcf;i/^uy 

JH^ (N- (4- {[7- (2-7"ntlh^) -6-^h + ->-4-^y 
U;i/]^~>} -2-^DD7x-jW — N ' -ynkf;Ur>l/T, 50mg) 
TJU^A (l38mg). 2- X^y-;p (o.040m 1 ) £N,N- 

y/^*M75 K (lml) fc&#L£iaTl8B#ra«#L£. KJftJg£&K: 
7K£in*-, ^PP^PA-yPAV-^ (3/1) T^iiiLfco W^S^^?Jc^ 

U StHc7Ht;-g-^£53mg, Wl06%T?#7Co 

1 H — NMR (CDCh, 4 0 OMH z): 50. 9 7 (t, J = 7. 6 H z , 3 H), 
1. 54-1. 65 (m, 2H), 2. 42 (s, 3H), 2. 69 (t, J = 5. 
1Hz, 2H), 3. 00 (t, J = 5. 6Hz, 2H), 3. 26 (dd, J = 
7. 1Hz, 12. 7Hz, 2H), 3. 64 ( t , J = 5. 1Hz, 2H), 3. 
99 (s, 3H), 4. 26 (t, J = 5. 6Hz, 2H), 4. 66-4. 69 
(m, 1H), 6. 46 (d, J = 5. 1Hz, 1H), 6. 70 (s, 1H), 
7. 09 (dd, J=2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 39 (s, 1H), 7. 47 (s, 1H), 8. 24 (d, J 

= 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1H) 

Jf*##ffl (E S I - MS, m/z) : 5 0 3 (M + + 1 ) 

151 : N- (2-^PP-4- { r 6-;*h^>-7- (3 - ^E^Tfs'J 

yyutflri/) - 4-* J Mir iri/} 7x.-)l) -N' - 7°U fcfJUfr UY 
Mm (N- (4- {[7- (3-7"ot7'D*+y) ~6-^h^^-4-^ 

yU;!/]^-^^} - 2-^DD7i-JW — N ' -yPt°;i^l/7, 52mg) M 

^TJU^A (l38mg), ^E;I/z|nU> (0.044ml) £:N,N — y7fMM7 5. 

H dm 1 ) k:^L^Ti80trM#Lfc o M^^t^^o;^ ^pp^ 

;!/A-:/pav-;u (3/1) TftbttiLfc. M/I£M7Kl«^ h U 

23m g> lK^44%TTl#7Co 
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'H-NMR (CDCh, 4 0 0MHz) : 6 0. 9 2 (t, J = 7. 6 Hz, 3H), 

1. 4 9 - 1. 6 0 (m, 2H), 2. 02-2. 11 (m, 2H), 2. 40- 

2. 47 (m, 4H), 2. 52 (t, J = 7. 1Hz, 2H), 3. 21 (dd, 
J = 7. 1Hz, 12. 9Hz, 2H), 3. 6 2 - 3. 6 9 (m, 4H), 3. 9 
5 (s, 3H), 4. 20 (t, J=6. 6Hz, 2H), 4. 7 0-4. 7 8 (m, 
1H), 6. 41 (d, J = 5. 1Hz, 1H), 6. 64 (s, 1H), 7. 0 
4 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 15 (d, 1 = 2. 7Hz, 
1H), 7. 37 (s, 1H), 7. 43 (s, 1H), 8. 20 (d, J = 9. 0 
Hz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 

^ti&M 152:N-r2-^DD-4- (6-^h^^-7 - {f3 - (4 

(N — (4- {[7- (3-yn^7'D^y) - 6 4 
/'J^t+^J -2-^PD7x~JW — N ' -^nt;WU7, 52m g) ,m 
mXWA (138m g), 1 -*^;i/tf^>>> (0.055ml) *N,N-^^ 
H dm 1 ) fc®#L^i&Ti8l$P£flK#L£:. KJfcig^»K:7k£in*., 

^□D^;i/A-ynAV-;u (3/1) TittiLfc. H u ^ 

'H-NMR (CDCh., 400 MHz): 50. 92 (t, J = 7. 6Hz, 3H), 
1. 4 9- 1. 6 4 (m, 2H), 2. 0 2-2. 10 (m, 2H), 2. 2 3 (s, 
3H), 2. 3 0 - 2. 5 6 (m, 8H), 2. 52 (t, J = 7. 3Hz, 2H), 

3. 20 (dd, J = 7. 1Hz, 12. 9Hz, 2H), 3. 94 (s, 3H), 

4. 19 (t, J = 6. 8Hz, 2H), 4. 8 3 -4. 9 2 (m, lH), 6. 
40 (d, J = 5. 1Hz, 1H), 6. 69 (s, 1H), 7. 03 (dd, J 
= 2. 9Hz, 9. 3Hz, 1 H), 7. 14 (d, J = 2. 7Hz, 1H), 7. 
35 (s, 1H), 7. 42 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 
8.4 2 (d, J = 5. 4Hz, 1 H) 

(E S I -MS, m/ z): 5 4 2. (M + + 1 ) 



WO 00/43366 



PCT/JP00/0025S 



- 139 - 

&t&ffl 1 5 3 : N-r2-^an-4 - (6-;*h^~>-7- {r3 - (1 H— 1 , 
2, 3-hU7'/-J[/-l-^^) ya^yl-4-^;iJJH 1*- 

hUTV-;K0.41ml), l-ynt-3-^DD7'D/0 (0.79ml), 3^5=- 
H^y^T> ; e-^A ClOmg) , *3ct^3M7K^k^-hU^A7K^ (lml) 

£7-trh> (lomi) izmmv, sovx'ismmmw l rc . sjtsjg^tcTKssnA, 

SSLT#btl£:BI££, 7DO^MTSiit57P7 h ^ 7 -f — t<fc 0 fit 
SSL, tpHH* (327mg) 

JBCtt (N- (2-7DD-4-[ (7 - t HP^F'>- 6 h + 5>- 4 )J 
t^y]7i-JH -N' -yoe;P^7U7, 80mg) MMfiVVA (138 
mg), tu^^fl^ (43mg) 5N ) N-y^9 1 Jl/^Ji'A75 H (lml) fCfg$? 

LsorTSNr^jft^Lfco Sjft^&Kzk^jbnA, yonMA-7*o/v-;P 

(3/1) TttffiLfco ^filJBSr^TKfiKK^-hU^ATftAftL, Z$EET?§ag£@ 
L, ^kmoit^fy]* 5 4mg, W52%T?f#j£:. 

'H-NMR (CDCIs, 4 0 0MHz) : 6 0. 9 7 (t, J = 7. 6Hz, 3H), 
1. 5 4 - 1. 6 5 (m, 2H), 2. 4 9 - 2. 5 8 (m, 2h), 3. 26 (d 
d, J = 7. 1Hz, 13. 2 Hz, 2 H), 4. 01 (s, 3H), 4. 15 (t, 
J = 5. 9Hz, 2H), 4. 69 (t, J = 6. 6Hz, 2H), 4. 90-5. 
00 (m, 1H), 6. 46 (d, J = 5. 1Hz, 1H), 6. 77 (s, 1H), 
7. 08 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2 . 
7Hz, 1H), 7. 36 (s, 1 H), 7. 51 (s, 1H), 7. 61 (s, 1 
H), 7. 67 (s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 47 (d, 
J = 5. 4Hz, 1H) 

IMI (ESI-MS, m/z): 511 (M + +l) 

IllOgj 154: N-f2-^DD-4- ({ 7 - f 3 - ( 1 H- 1 -< $ ^"V'J 
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-T 5 ? V— ;P(680mg), l-^D€-3-^nn^> (0.79ml) > 3^br 
^^PT^Z'JA (lOmg), &£Z£ 3 M7km.it j-hV*y&7mm (lml) 
£T-feh> (10ml) fc»#U 50 < CTl8fl#P B '3Jt# i Lfc. SJfcig-&&fc7K£;&D;t, 

iSU (1- (3-^onyotf;P) - 1 H - -f 5 y l/-;k 525mg) £ 

IK** (N- {2-^PP-4-[ (7-t KD + y-6-/h + y-4- + y 
U;i/) t+y]7i-JH -N* -7*Otf;H7l/7, 80mg) 'J £ A (13 

8mg), (tuM^F^ (42mg) ^N^-y/^J^Jl/AyS K (lml) (dig 

;U (3/1) TttttJL7c, fll^iTklith'J^AT^L, MffiT^S 

ML, MtfMt:£-#;£23mg, iR^23%Tl#fc. 

1 H — NMR (CDCh, 4 0 OMH z): 5 0. 9 1 (t, J = 7 . 3Hz, 3H), 
1. 4 8 - 1. 6 0 (m, 2H), 2. 2 7 - 2. 3 6 (m, 2H), 3. 20 (d 
d, J = 6. 8Hz, 12. 9 Hz, 2H), 3. 97 (s, 3H), 4. 06 (t, 
J = 5. 9Hz, 2H), 4. 21 (t, J = 6. 8Hz, 2H), 6. 39 (d, 
J = 5. 4Hz, 1H), 6. 90 (s, 1H), 6. 9 8 - 7. 0 4 (m, 2H), 
7. 12 (d, J=2. 7Hz, 1H), 7. 30 (s, 1H), 7. 44-7. 
48 (m, 2H). 8. 22 (d, J = 9. OHz, 1H), 8. 41 (d, J = 
5 . 4 H z , 1 H) 

HMffiJ 155:N- {2-^DD-4-r(7 - {2 -f>* (2 - b FD^yXf 

Jim (N- (4- {[7- (2-70tIh + y) - 6 h^ris- 4 
U;U]^"+'>} -2-^7D07xz;!/) -N' 50mg) 
#1)^7 A (l38mg), 1 -p<^;yt:^^> ; > (o.055m 1 ) £N,N- i/^^Ml/^ 

dmi) izmmis^'U-zrismmmwLtzo Rutam^mz^-m^ 
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^dd*m-7'o/v-;p (3/D r-mtavtco mmm&m*mwtf-bvv 

'H-NMR (CDCb, 4 0 0MHz) : 6 0. 9 2 (t, 3 = 7. 3Hz, 3H), 
1. 5 0- 1. 6 0 (m, 2H), 2. 74 (t, J=4. 9Hz, 4H), 3. 
04 (t, J=4. 9Hz, 2H), 3. 15-3. 24 (m, 2h), 3. 60 
(t, 3 = 5. 1Hz, 4H), 3. 94 (s, 3H), 4. 17 (t, J = 5. 
0Hz, 2H), 6. 41 Cd, J = 5. 4Hz, 1H), 6. 75 (s, 1 H), 
7. 04 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 7. 14 (d, J = 2. 
7Hz, 1H), 7. 38 (s, 1H), 7. 43 (s, 1H), 8. 19 (d, J 
= 9. OHz, 1H), 8. 42 (d, J = 5. 4Hz, 1 H) 
MMM 156 :N- (2-^DD-4-f (7 - {3 - \V (2 - h h'D^yjf 

mm (n — (4- {[7- (3 -yntyD^-» -6-^h^->-4-+ 

/U;>]^5>} -2-^D7i-JW -N' -7U¥)WV7. 52mg) ,^ 
WttJVVA (138m g), yX^y-;P75> (53mg) SN,N->7f^A 
7SH dm 1 ) tC»»LMTi8l^rMifti^Lfc. KJSJg£4fcK:;ic£j!nJ*., 
□ ^A-7*D/V-^ (3/1) TililLL WttlJi&^TKSeK^hU^AT 

'H-NMR (CDCh, 4 0 0MH z ) : <5 0. 89 (t, J = 7. 3Hz, 3H), 
1. 46-1. 56 (m, 2H), 1. 97-2. 05 (m, 2h), 2. 63 (t, 
J = 5. 1Hz, 4H), 2. 69 (t, J = 6. 1Hz, 2H), 3. 19 (d 
d, J = 7. 1Hz, 13. 2Hz, 2H), 3. 60 (t, J =4. 9Hz, 4 
H), 3. 94 (s, 3H), 4. 32 (t, J = 5. 9Hz, 2H), 5. 27- 
5. 35 (m, 1H), 6. 37 (d, J = 5. 4Hz, 1H), 6. 94 (s, 
1H), 7. 01 (dd, 3 = 2. 9Hz, 9. 0Hz, 1H), 7. 10 (d, 
3 = 2. 7Hz, 1H), 7. 42 (s, 1H), 7. 53 (s, 1H), 8. 19 
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(d, J = 9. 0Hz, 1H), 8. 35 (d, J = 5. 4Hz, 1 H) 
S*#*Jffil (E S I -MS, m/z ) : 5 4 7 (M + + 1 ) 
mffiMl 57 :N- { 2 -77np-4 -r (7 - (3-f 

M — n ' -ynfcf;i/^ixT 

Jim (N — (4- {[7- (3-^Ot7W-» - 6 -^h^^>-4-^ 

^'J^y) -2-^dd7i^) — N ' -:/ntf;i/r^y, 5 2mg) ,m 

MX 2* (138m g), 2- X^/-;i^ (0.040ml) £N,N- 

y7fM;i/A7 5 h* (lm 1 ) fC^L^Tl8W1*#L7Co ^J&^#jfc 
7K ^□D^A-7 J DAV-Jl/ (3/1) WaS^M7M 

U glM©<t£-#j£r 5 lmg, 42^98 %-et#^Co 

'H-NMR (CDCls, 4 0 0MHz) : <5 0. 9 1 (t, J = 7. 6Hz, 3H), 
1. 45-1. 59 (m, 2H), 2. 05 (t, J = 6. 8Hz, 2H), 2. 
24 (s, 3H), 2. 51 (t, J = 5. 1Hz, 2H), 2. 59 (t, J = 
7. 1Hz, 2H), 3. 20 (dd, J=6. 8Hz, 12. 9 Hz, 2H), 
3. 57 (t, J = 5. 4Hz, 2H), 3. 95 (s, 3H), 4. 22 (t, 
J = 6. 3Hz, 2H), 5. 0 0 - 5. 0 8 (m, 1H), 6. 40 (d, J = 
5. 1Hz, 1H), 6. 79 (s, 1H), 7. 03 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 13 (d, J = 2. 7Hz, 1H), 7. 4 2 6 (s, 
1H), 7. 4 3 3 (s, 1H), 8. 19 (d, J = 9. 0Hz, 1H), 8. 4 
0 (d, J = 5. 4Hz, 1H) 

nmfttitm (e s i -us, m/z) .-517 (m + + 1 ) 

MMM 158 :N-r2-77QD-4 - ({6-^H4 1 >--7-r4 - (1 H— 1 , 
2, 3 - MJ 7V-)l- 1 •7>^^ 1 -4 7x - 

h U TV/— ;K0.41ml), 1 ~7'D^E-4 -^OD7'^> (0.93ml) , 3^<fbirb 
7yf^7> : EZ9A (l0mg)> 43 c£Z>* 3 M7K^{L^ h U V A7K»«t (lml) * 
Tirh> (10ml) fdigfiPU 50°CTl8fitr B 1j«#bfc o S^^fCTfcSin*., 
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§S!U (1- (4-^onyf;W _ 1H _ 1> 2 , 3-MJTl/-;k 

314mg) 

(N- {2-^DP-4-[ (7-kHD + y-6-^h + y-4-^; 
<j;i/) t^y]7izM -N' -ynD^i/y, 80m g) .MWift U (13 
8mg), ifijai^fTO (48mg) ^N,N->7fMJl/A7$ F (lm 1 ) ('^ 

;p (3/i) -efflffiL/io wm^^m-^ ij ^i?eu MffiT^$«^ 

'H-NMR (CDCh, 400 MHz) :<50. 96 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 8 - 1. 9 8 (m, 2H), 2. 14- 

2. 24 (m, 2H), 3. 26 (dd, J = 6. 6Hz, 13. 2Hz, 2H), 

3. 99 (s, 3H), 4. 20 (t, J = 5. 9Hz, 2H), 4. 55 (t, 
J = 7. 1Hz, 2H), 5. 00-5. 06 (m, 1H), 6. 46 (d, J = 
5. 4Hz, 1H), 6. 80 (s, 1H), 7. 08 (dd, J = 2. 7Hz, 
9. 0Hz, 1H), 7. 19 (d, J=2. 7Hz, 1H), 7. 37 (s, 1 
H), 7. 49 (s, 1H), 7. 6 8 - 7. 7 2 (m, 2H), 8. 26 (d, 

J = 9. 0Hz, 1H), 8. 47 (d, J = 5. 1Hz, 1 H) 

nmftmm (e s i -ms, m/z ) : 5 2 5 (m + + 1 ) 

^MffiJ 159:N- (2-^DD-4-[ (6-^h^y-7 - { r 5 - (1 H- 

i, 2, 3-h'j77-jHi-f^) ^>^-;n^->) -4-=£/u;io :t 

b U TV'-;K0.41ml), 1 5 DP^>^> (l.Oml), B^it^r 

h 1 ?7 ; ?)V7> : E-V& (lOmgK &c£t£3 M7M{b^ MJ ^7 A 7j<?» (lml) 

^T-th> domi) 5Qx:^immm.w vtz« s^-^^^n*.. 
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SSU tpfflfa (1- (5 -Ouu^y^-)V- 1 H- 1 , 2, 3-hU7y-;k 
390rag) £t#fc„ 

M*4 (N- {2-^nn-4-[ (7-kFD^y-6-^h^y-4-^y 
U;iO t^y]7i-JH — N* -ynlf;Wl/7, 80mg) MMtiVOA (13 
8mg), HUizfiCD^ra^ (51mg) ^N.N-y^fMMT^ F (lml) \zm 
Mls80X:T* 3mffl8tWLfc. Kmm^mzi^tWPL. ^pp*;I/A-7°p/\V- 
)V (3/1) TtttHL/io «Jf£M7j<«^h U^ATIOIU MffiT^S: 

'H-NMR (CDCh, 400 MHz). -.50. 92 (t, J = 7. 6Hz, 3H), 
1. 4 7 - 1. 5 9 (m, 2H), 1. 8 5 - 2. 0 3 (m, 4H), 3. 21 ( d 
d, J = 6. 6Hz, 13. 2Hz, 2H), 3. 94 (s, 3H), 4. 11 (t, 
J = 6. 3Hz, 2H), 4. 38 (t, J = 7. 1Hz, 2H), 4. 86-4. 
94 (m, 1H), 6. 41 (d, J = 5. 4Hz, 1H), 6. 71 (s, 1 H), 
7. 03 (dd, J =2. 4Hz, 9. 0Hz, 1H), 7. 14 (d, J = 2. 
7Hz, 1H), 7. 31 (s, 1H), 7. 43 (s, 1H), 7. 51 (s, 
1H), 7. 64 (s, 1H), 8. 20 (d, J = 9. 0Hz, 1H), 8. 41 
(d, J = 5. 4Hz, 1H) 
li^tfl (E S I -MS, m/z ) : 5 3 9 (M + + 1 ) 

MMM 160 :N-r2-^PP-4 - ({ 7 - T4 - (1 H- 1 ;|/) 

-f ;K680mg), 1 -7Dt-4-^DD^> (0.93ml)» HVfc^h 

^y^JlTy^-^A (lOmg), *5«kCX3M*K-fb^-hU^A7K«tt (lml) * 
T-feh> (10ml) 50'CTl8l$Mift#Lfc. Rf^m^¥HZ.7^&m?L. 

^na^l/ATfl&tBLfc. W tit Jl h U ^AT^Hl, MffiT?£*S£ 

ML. «t>|BH* (1- (4-^DD7*fJW -1H f^V-jk 756mg) <H# 
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(N- {2-^DD-4-[ (7-tFD + y-6-^h + y-4-^y 
U;i/) t+y]7xz;H — N' -yPtf;P^l^T, 80m g) .m^^U^A (13 
8mg), *5J:^Sff3Z!iCD4 , rB^ (48mg) $N,N-y7fJl/*M7SH (lm 1 ) 
f3*g^L80rT3P#P B m#Lfco S^^tCTKSlJOA, ^OD^A-yn/t 
J-)V (3/1) tiffll^ ^r«JB$M7KfiEft± h U •JA^IU, MJETO 

OiSb, ScHc7^b£-^£29mg, ^^28%^^. 

'H-NMR (CDCb, 4 0 0MHz ) : 6 0. 9 6 (t, J = 7. 3Hz, 3H), 

1. 5 4- 1. 6 5 (m, 2H), 1. 8 3 - 1. 9 5 (m, 2H), 1. 9 8- 

2. 0 8 (m, 2H), 3. 2 5 (dd, J = 6. 8 Hz, 12. 7 Hz, 2H), 

4. 00 (s, 3H), 4. 10 (t, J = 7. 1Hz, 2H), 4. 20 (t, 
J = 6. 1Hz, 2H), 5. 08-5. 16 (m, 1H), 6. 46 (d, J = 

5. 1Hz, 1H), 6. 83 (s, 1H), 6. 97 (s, 1H), 7. 06 (s, 
1H), 7. 08 (dd, J = 2. 9Hz, 9. 3Hz, 1H), 7. 18 (d, J 
= 2. 7Hz, 1H), 7. 37 (s, 1H), 7. 49 (s, 1H), 7. 58 

(s, 1H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 46 (d, J = 5. 
4 H z , 1 H) 

Mtfom 16 1: N — (2 -^DD- 4 - (T6 - ^ h^i/- 7 - (4 - bf U 

*h*>-) - 4 -^^-v'u -;m^-^->} 7zcn;p) -n' - (2, 4-^7;u 

HC£f (N ' - {2-^PP-4-[ (7-tHo + y-6-^h^y-4-^ 
±yjx;i/) ^y]7i-JH — N ' - (2, 4-y7Mn7iZJl/) # ^ 
7, 8 0mg) (138m g), 4 - ^ D P p< ^;Hf U >>'>^^^ (4 

lmg) ^N,N-y^?JWA7$h' (lm 1 ) L^TlS^M* L 

fto R^U^^}\Z7^mpL, 2 p n^)Vl±-7°unj -)V (3/D "ettttlL7tc 

'H-NMR (CDCb, 400 MHz): 54. 03 (s, 3H), 5. 46 (s, 
2H), 7. 0 3-7. 11 (m, 1H), 7. 2 8 - 7. 3 8 (m, 1H), 7. 
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47 (s, 1H), 7. 50 (d, J = 5. 9Hz, 2H), 7. 56 (d, J = 
2. 7Hz, 1H), 7. 61 (s, 1H), 7. 95 (s, lH), 8. 09-8. 
18 (m, 1H), 8. 19 (d. J = 9. 0Hz, 1H), 8. 57 (s, 1H), 
8. 63 (d. J = 5. 9Hz, 2H), 8. 81 (s, lH), 9. 30 (s, 
1H) 

HlMffJl 62 :N- (2-^ag-4- {f6-^ ^->- 7 - (2-^;yfr'J 
yxh4^» -4-^'/'JZJMtty} 7x-J^) — N ' - (2, 4-^7 

(N' - { 2 -^PO-4-[ (7-th'D + y-6-^h^y-4-^ 
^-yiJ-;U) t^y]7x-JH — N ' - (2, 4-y7MD7xZJP) £ U 
7, lOOmg) ,j^#'J^A (857mg), 1,2 -y^DtX^y (0.085m 1 ) S 
N,N-y^?WA7$ F (lm 1 ) fc»#LMT?18B#ra«#L&. jEJfSil 
^•#l(C7K^riOA> ^□P^A-T'D/V-il/ (3/1) TttttiLjfc. W^JS^ 

#fc#U *|H)# (N- (4- {[7- (2-7'DtIh + y) _ 6 _^^->- 
4-^tyiJ-Jl/]^y} -2-^DD7i-JW — N ' - (2, 4-^7;P 

OUT) £f#7c. KB8*'J^A (l38mg) , ^E;y*U> 

(0.05ml) SN.N-^^WMJSH (lm 1 ) £JS#LMLTl8B#raiR# 
L7Co S^^-D^fCTK^rijpyl. ^ □ □/tc;i/A-7 P 0/iy (3/1 ) TJftfcBLfco 

□ 0*;UA/^^y-;UTJg5B"r*HPLCtC«fc»3»«L, gl0fk^^57mg, 

1 H — NM R (CDCla, 4 0 OMHz) : 52. 5 4- 2. 6 3 (m, 4H), 2. 
85-2. 94 (m, 2H), 3. 66-3. 73 (m. 4H), 3. 97 (s, 
3H), 4. 2 5 -4. 3 2 (m, 2h), 6. 7 7 - 6. 8 8 (m, 2.H), 7. 
09 (s, 1H), 7. 14 (dd, J = 2. 7Hz, 9. OHz, 1H), 7. 
257 (s, 1H), 7. 264 (s, 1H), 7. 44 (s, 1 H), 7. 90 
-7. 99 (m, 1H), 8. 22 (d, J = 9. OHz, 1 H), 8. 56 (s, 
1 H) 
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MMfttfrM (E S I -MS, m/z ) : 5 8 6 (M + + 1 ) 
$zMM 163 : N- (2-^na-4- {r6-^N^->-7- (3 -^l/zftij 

-4-^t'/'J-Jl/lt^y} :7:nx;i0 — N ' - (2, A-V 
7MD7xr,l|/) ^7l^T 

(N- (4- {[7- (3-7Dt7"OT}?^y) - 6 -yt 

tyj-^jt+y} - 2 -^dd7xzjH -n' - (2, 4 ->?:7;M-n:7 

x— ;U) «y*l"7\ 59m g) .iftBfcfr U A (857m g), ; E;UjJnU> (0.043ml) £ 
N,N-y7?WM7S F (lm 1 ) t*»LMTl8NrM**^Lfc. KfcJB 
^mZ7k%:1}U7L> 2UU-fc)VA-~7°un; -)V (3/1) TJAmL/t, W«B«£&S 

#U SHCMt-&tj£53mg, iR^89%Tf#fe. 

'H-NMR (CDCh, 4 0 0 MH z): <5 2. 06-2. 16 (m, 2H), 2. 
4 3 - 2. 5 7 (m, 4H), 2. 56 (t, J = 6. 8Hz, 2H), 3. 68 
-3. 75 (m, 4H), 4. 03 (s, 3H), 4. 27 (t, J = 6 . 6Hz, 
2H), 6. 79-6. 91 (m, 2H), 7. 14 (s, 1H), 7. 19 (dd, 
J = 2. 7Hz, 9. 0Hz, 1H), 7. 28 (s, 1H), 7. 29 (d, J 
= 9. 0Hz, 1H), 7. 33 (s, 1H), 7. 49 (s, 1H), 8. 26 (d, 
J = 9. 0Hz, 1H), 8. 61 (s, 1H) 
mmftffim (E S I -MS, m/z ) : 6 0 0 (M + + 1 ) 

^MffiJ 164: N-[2-^aD-4 - ((6-^h^->-7-f3 - (4 -y^ 

)V¥^2JLD. 7"D^yl-4-WJ^H 7IZJH-N' - (2, 

4-y7JI/tD7xZJ[/) "7y7 

JBC** (N- (4- {[7- (3-7*Dt7D*+y) - 6 - * h^>- 4 

tyj-^t+y} -2-^DD7i-Jl/) — N ' - (2, 4-y7MD7 

:nx;U) 59mg) ,^K*U^A (l38mg), 1 -^^;Hf^^>?> (0. 

055ml) ^N,N-y^fM^A7$H (lm 1 ) izmffi LS^Tl8B#r^M^ L 

7Co K^S^ttKTk&JD;!. ^DDjfc;kk-:/n/t/-;U (3/1) TjftffiLfco 

— ScH<D<fb'a-#j£58mg. iR*95%Tf#7Co 
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1 H — NMR (CDCh, 4 0 0 MH z ) : 6 2. 01-2. 1 2 (m, 2H), 2. 
23 (s, 3H), 2. 23-2. 80 (m, 8H), 2. 51 (t, J = 7. 1 
Hz, 2H), 3. 97 (s, 3H), 4. 20 ( t , J = 7. 2Hz, 2H), 6. 
73-6. 87 (m, 2H), 7. 13 (dd, J=2. 7Hz, 9. 0Hz, 
1H), 7. 24 (d, J = 2. 7Hz, 1H), 7. 27 (s, 1H), 7. 3 

0 (s, 1H), 7. 44 (s, 1H), 7. 91-8. 00 (m, 2 H) , 8. 2 

1 (d, J = 9. 0Hz, 1H), 8. 56 (s, 1 H) 

1 6 5 : N — { 2 -^nn-4-r (7 - {3-f (2 - fc h'D^yl^) 

(2L£2k) y$yiyp^^^} - 6 h^~>- 4 -^^-VJ-;i/) tti/y? 

HCift (N — (4- {[7- (3-7'0 : E7"D^y) - 6 - * h*^- 4 
tyj-^t^^} - 2 -^DD7xr^) -N' - (2, 4-/7MP7 
x— )V) OUT, 59mg) (l38mg), 2- (^h;i/7$y) X 

;i/ (0.040ml) ^N,N-y7?MM7$F (lm 1 ) b^STl 
8B#PpfH«b7c 0 ;5J&^ in*.. 7nD^A-7'n/\7-^ (3/1) 

n7cB!££:X-^;i/-T#fc^U ^H<7Mb£-#>£58mg, HX^100%T?t#7c o 
'H — NMR (CDCh, 4 0 0 MH z):<52. 06-2. 16 (m, 2H), 2. 
30 (s, 3H), 2. 57 (t, J = 5. 1Hz, 2H), 2. 65 (t, J = 

6. 8Hz, 1H), 3. 63 (t, J = 5. 4Hz, 2H), 4. 02 (s, 3 
H), 4. 28 (t, J = 6. 1Hz, 2H), 6. 79-6. 91 (m, 2H), 

7. 18 (dd, J = 2. 7Hz, 9. 0Hz, 1 H), 7. 28 (d, J = 2. 
7Hz, 1H), 7. 37 (s, 1H), 7. 48 (s, 1H), 7. 96-8. 0 
6 (m, 2H), 8. 26 (d, J = 9. 0Hz, 1H), 8. 59 (s, 1H) 
li^ttt (E S I -MS, m/z ) : 5 8 8 (M + + 1 ) 

^IMffiJ 166 :N-[2-^na-4- ({6-^h^->-7~r2 - (4-^9- 

)±¥^2>LZ} xh^yi-4-tyj;w 7izm-n' - (2, 4 

-^7;ixpj-p^3:-;u) ^uy 

WM (N — (4- {[7- (2-7'DtXh + y) - 6 - h^->- 4 
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- 2-^OD7x"JW -N' - (2, 4-y7Mn7irj|/) 
50mg) MMftWA (l38mg), 1 - ^^iV^^-jy (o.055m 1 ) 
$N,N-y7fM^A7Sh* (lm 1 ) lzmML^~T:i8mfflm.WVtCo Rjfc 
MnVdlzyk&lMZ-, 2 nnfr)l&-7°n/^j -lis (3/1) Tttfct}b7c<, #11/1 

'H-NMR (CDCh, 4 0 0 MH z ) : 6 2. 31 (s , 3H), 2. 40-2. 
75 (m, 8H), 2. 95 (t, J = 6. 1Hz, 2H), 3. 99 (s, 3H), 
4. 31 (t, J = 5. 9Hz, 2H), 6. 48 (d, J = 5. 1Hz, 1H), 
6. 85-6. 96 (m, 3H), 7. 12 (dd, J = 2. 7Hz, 9. OH 
z, 1H), 7. 15 (s, 1H), 7. 22 (d, J = 2. 7Hz, 1H), 7. 
40 (s, 1H), 7. 47 (s, 1H), 7. 94-8. 03 (m, 1H), 8. 
25 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 1Hz, 1 H) 
^MM 167 : N- (2-^DD-4-r(7- { 2 -f (2 - b Hn^yXfJP) 

— n ' - (2, 4 -v^;!/^ d:7x-;io ^v? 

Mm (N — (4- {[7- (2-7'Dtlh + y) - 6 - ^ h ^ ~> - 4 - 4^ J 

U;i/]^-^~>} - 2-^DD7i-JW -N* - (2, 4 -^^^^-n^x-;!/) 
50mg) ,j^#'J^A (l38mg), 2- J—)V 
(0.040m 1 ) $N,N-y^fM^A7S H (lm 1 ) IZifeM L^WVlsmm 
MWLfCo Kffcm,^fy)lZ7k$:m7i., 7Dn^Jl/A-7°DAV-Jl/ (3/1) TTtt 
tBLfco »Jf2rM7K5^± h U 7A«b, «J£Tfll^^ LTt# btlfc 

'H-NMR (CDCh, 4 0 0MHz) : (5 2. 44 (s, 3h), 2. 71 (t, 
J = 4. 9Hz, 2H), 3. 02 (t, J = 5. 6Hz, 4H), 3. 66 (t, 
J = 5. 1Hz, 2H), 3. 97 (s, 3H), 4. 27 (t, J = 5. 6Hz, 
2H), 6. 46 (d, J = 5. 4Hz, 1H), 6. 8 0 - 6. 9 3 (m, 2 H) , 
7. 11 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 19 (d, J = 2. 
7Hz, 1H), 7. 45 (s, 1H), 7. 9 6 - 8. 0 4 (m, 1h), 8. 
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25 (d, J = 9. 0Hz, 1H), 8. 48 (d, J = 5. 1Hz, 1 H) 

168 :N- (2-^DD-4 - {r6-^h^->-7 - (3 -^l^'J 
yynl^y) -4-^;'JJHt^y) y -N' - (2, 4-y7Jl^ 

HC*4 (N- (4- {[7- (S-yDtyu^y) -6-^h^v-4-^ 
yU;i/]^"^5>} - 2-^DD7x"JW -N' - (2, 4 -y7Mn7xZ 
;U) "^7 1/7, 50m g) ,m^#U<^A (l38mg), ^EJUtSk <J > (0.044m 1 ) £N, 
N-y7fWA75h* (lm 1 ) tZ^L^Tri8Bt^jt^b7Co ^/ft^-g- 

Vo\Z7k&1]U7L, 5 no^;i/A--7°p/\v (3/D TJfifct}L7c 0 Wfajf^M 

'H-NMR (CDCh, 4 0 0 MH z) : 52. 0 6-2. 16 (m, 2H), 2 . 
43-2. 51 (m, 4H), 2. 56 (t, J = 7. 3Hz, 2H), 3. 68 
-3. 74 (m, 4H), 4. 00 (s, 3H), 4. 25 (t, J=6. 6Hz, 
2H), 6. 47 Cd, J = 5. 1Hz, 1H), 6. 8 4- 6. 9 3 (m, 2H), 
7. 06 (s, 1H), 7. 12 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 

7. 22 (d, J = 2. 9Hz, 1H), 7. 42 (s, 1H), 7. 47 (s, 
1H), 7. 95-8. 04 (m, 1h), 8. 25 (d, J = 9. OHz, 1H), 

8. 48 (d, J = 5. 4Hz, 1H) 

l 6 9 : N- (2-£DD-4- {\6 - * h*~>- 7 - (3-eu 2ik 
*b=>F~» -4-^/ l J;^y| 7iZJH — N ' - (2, 4-y7MD 
7i"JI/) frUT 

N — (2-70U-4-[ (7-th'D^y-6-^h + y-4- + yij;W 
^^^m— ;H -N' - (2, 4-y7Mn7x"Jl/) (55mg) , 

J^^^U^A (31mg)> 3 - tfH U;U# p ij (22mg) SN, N - 

?MM7 5H (1ml) IzmffiL. SOJ^Tlflf L7Co MffiT^^^S 
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'H-NMR (CDCh, 4 0 0MHz): 54. 03 (s, 3H), 5. 31 (s, 
2H), 6. 49 (d, J = 5. 4Hz, 1H), 6. 7 7 - 6. 8 8 (m, 2H), 
7. 10-7. 1 6 (m, 2H), 7. 3 1-7. 3 5 (m, 1H), 7. 4 8 (s, 
1H), 7. 54 (s, 1H), 7. 86 (d, J = 7. 8Hz, 1H), 7. 96 
(s, 1H), 8. 03-8. 10 (m, 1H), 8. 32 (d, J = 9. 0Hz, 
1H), 8. 42 (s, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 59 
(d, J = 3. 9Hz, 1H), 8. 77 (s, 1 H) 
mMMl 7 0 :N-r2-;frcm-4-({6-* h^>- 7 - r2 - (1H-1, 2, 
3-h'J7'/-^-l-fJl/) Xh^»-4-^; U;i/} 7x^1^ 
N ' - (2, 4-y7MD7i-J^) ^?U7 

N- {2-^7DD-4-[ (7-tFD^y-6-/h*y-4- + ;u;W 
t+y]7x-JH — N ' - (2, 4-y7jl/tD7i-;W r7UT (55mg) , 
j^^^J'J^A (31mg), 2- (1H-1, 2, 3 - MJ 7 S /—)V — 1 — f;U) X 

1 -^>ii>X;U7iN^— h (36mg) £N, N-^^^;i/zK 
M7 5H (1ml) KigflPU 8OSTl0tra^L^Co MJ£T?£*g£©icLTf# 

^□D3f?;UAS**S7KBI£ai^- h U 7ATtiL, ifcJETJSJiSSS LTf# e>tl7c 

'H-NMR (CDCU, 4 0 0MHz) : 5 4. 02 (s, 3H), 4. 53 (d, 
J=4. 9Hz, 2H), 4. 95 (d, J = 5. 1Hz, 2H), 6. 47 (d, 
J = 5. 1Hz, 1H), 6. 8 3 - 6. 9 2 (m, 2H), 7. 11 (dd, J 
= 2. 7Hz, 9. 0Hz, 1H), 7. 16 (d, J = 2. 7Hz, 1H), 7. 
39 (s, 1H), 7. 52 (s, 1H), 7. 58 (s, 1H), 7. 70 (s, 
1H), 7. 76 (s, 1H), 8. 00 (s, 1H), 8. 01-8. 07 (m, 
1H), 8. 29 (d, J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 4Hz, 
1 H) 

17 1 :N- (2-* h^->- 4 - { [ 6 - * h4^>- 7 - (3 -^jl/fr'J 
7 7°a^^y) -4-tt'yjz)H ^-^v} 7i-JM — N ' -7°Dtf)^l/ 
7 
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N-4- [(7-fc + h + y-4-^tyU^l/) ttzs] -2 

h^->7oi-;i/} — N ' -ynhf;i/^7!/T (lOOmg), m^U^A (1 
38mg), 1, S-y^D^^P/O (5 6mg) £N, N-y7?MJl/A7 
(5ml) JC*»UMT3RfWa#Lfc. «JEET»»£SSLjfc#Snjfc 

^${37K$:iJP^-, ^OD*W2-yDA7~Jl' (4/1) TtttHLfc. 

N- (4- [7- (3-yPt7°D^y) -6-^h^5>-4- 
^t^'J-M t+y-2-^h + y7xrjH — N ' - 7n t?;i^ 1^7$ 5 3 

mg, M4 1 N — (4 - {[6 - (3 -yotyn^y) - 7 

h^>- 4 — ;U] - 2-^nn7i-JH -N' -yntf;i/ 

£1/7 (50mg). mMXVyAs (6 0rag), N-^^Hf^v^ (10 0 
u\) £N, N-y^fj^M7 5H (2ml) C^btflTl 6Ptr« 

T bif^y^f — tCck OSISSU Si®fb^#I^2 2mg, *K^4 2 
'H-NMR (CDC 1 3 , 400MHz): <50. 97 (t, J = 7 . 6Hz, 
3H), 1. 5 6 - 1. 6 0 (m, 2H), 2. 14 (br, 2H), 2. 50 (b 
r, 4H), 2. 58 (br, 2H), 3. 2 3 - 3. 2 6 (m, 2H), 3. 74 
(br, 4H), 3. 87 (s, 3H), 4. 04 (s, 3H), 4. 27-4. 3 
1 (m, 2H), 4. 6 2 -4. 6 4 (m, 1 H), 6. 65 (s, 1H), 6. 7 
9-6. 85 (m, 2H), 7. 33 (s, 1H), 7. 53 (s, 1H), 8. 1 
0 (d, J = 8. 5Hz, 1H), 8. 62 (s, 1 H) 
K«^«fffl (ES I -MS, m/z) : 5 2 6 (M + + 1 ) 

Hl^J 17 2 : N — (2, 4->?7^D7i-;P) — N ' - (2 - ^ h^'>- 
4- {[6 -;* h3^>- 7 - (3-Wjy^D^y) 

N- (2, 4-i?7Mn7i-;W — N ' -4- [ ( 7 - h H D * is - 6 - j* 
h^->-4 -3rj-V0-)l) -2-^h + y7xZJl/i7l/7 (3 7 5m 
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g)> mMt/WA (442mg), 1. S-y^Dtyn/O (2 4 2mg) £ 
N, N-y7fWM7 5F (5ml) l:*»LilT 3 B&W«#l,£. M/£ 

#U N- {4- [7- O-yotyD^y) - 6 h=^>- 4 -^^-V" 
U— ;p] t*->-2-^h + 5/7ir;H -N' - (2, 4-y7MD7i- 
;W ^t/7£2 1 Orag, 1K^4 5 %Tf#7c„ N- (4 - {[6 - (3 -^n^ 
□ - 7 -pC h^y-4-^yj-W - 2-^DP7i-JH 

-N' -zfaVJUVUT (13 0mg), h'Jlfjl,7$> (0. 5ml), ^)l> 
zfr'J> (0. 5ml) £N, N-y7^^A75 K (4ml) fcJg#L&i& 

y'J^y;^nTh^77>r-i:j;^l3L, *!©{b^#i^8 lmg, iR^6 

2 %T#7Co 

'H-NMR (CDC 1 3 , 4 0 0MHz) : 5 1. 9 7- 2. 0 0 (m, 2H), 
2. 39 (br, 4H), 2. 49-2. 51 (m, 2H), 3. 58-3. 60 
(m, 4H), 3. 88 (s, 3H), 3. 98 (s, 3H), 4. 25 (t, J = 
6. 3Hz, 2H), 4. 27-4. 3 1 (m, 2H), 4. 6 2 -4. 6 4 (m, 
1H), 6. 84 (dd, J = 2. 7Hz, 8. 8Hz, 1H), 7. 03-7. 
07 (m, 2H), 7. 2 8 - 7. 3 4 (m, 1H), 7. 38 (s, 1H), 7. 
55 (s, 1H), 8. 11-8. 17 (m, 2H), 8. 55 (s, 1H), 8. 
7 4 (s, 1 H), 9. 18 (s , 1 H) 
Kfi#tff*fi (E S I -MS, m/z ) : 5 9 6 (M + + 1 ) 

1 7 3 : N- (2-^h^->-4 - U6-Xh*Z'-7 - (3 -^fr 
iJ7 7°D^^-» -4-^yjjHtty) 7x-J^) -N' - :/P bf 1^7 
WM (N — {4-[ (7-kFD + y-6-yh + y-4- + yjJW ^->] 
-2-/h + y7x-;H — N ' -yDh^^l/J, 80mg) ,m^#'J^A (l 
38mg), l,3-i?7"n ; E7'D/t> (0.10m 1 ) £N,N-y^fM;|/A75 H 
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a-7'dav-ji/ (3/D -cmtaLrc mmm&m7mm-j-b*j<y&T'&$kL. 

^^TJ'J^A (I38mg), ^E;i/7tN'J> (0.040ml) £ N,N - V* ^JlftJlA T 5 K 

dm i ) izmmi<^ux-i8mfflm.&vfco Kmm^m^K^iJu^., znn^ji 

A-yo/NV-;P (3/1) T'tti&Vfc, fSI^KIHti'J^AT^b, 
Mi£T?g$I£ii£ bT#btl£:^£ £ ^7 oo^M/ ^ y — JUTrmmTZ ~> U 

/V.O 

'H-NMR (CDCU, 4 0 0 MH z ) : 3 0. 9 5 (t, J = 7. 6Hz, 3H), 

1. 5 2 - 1. 6 9 (m, 2H), 2. 06-2. 15 (m, 2H), 2. 43- 

2. 49 (m, 4H), 2. 55 (t, J = 7. 3Hz, 2H), 3. 23 (dd, 
J = 6. 1Hz, 12. 9Hz, 2H), 3. 67-3. 72 (m, 4H), 3. 
81 (s, 3H), 4. 00 (s, 3H), 4. 24 (t, J = 6. 8Hz, 2H), 
6. 44 (d, J = 5. 1Hz, 1H), 6. 68 (d, J = 2. 4Hz, 1H), 

6. 76 (dd, J = 2. 4Hz, 8. 8Hz, 1H), 7. 40 (s, 1H), 

7. 53 (s, 1H), 8. 12 (d, J = 8. 8Hz, 1H), 8. 44 (d, 
J = 5 . 1Hz, 1H) 

174 :N- (2-/h^y-4- (f6-^ - 

m% (N — {4-[ (7-tFD + y-6-^h + y-4- + yiJjW :t4^>] 
-2-^h + y7iZJH — N ' -y°n¥JlOUT. 80mg) ,^^/7'J^7A (l 
38m g), 4-^nn/fjHf'Jy>M (48mg) £N,N - ?-Jl*Jl2± 
75 K dm 1 ) (C^L^Tl8B#TO^L7to SJtSSH^fCTK^inA, 
d^;ua-^d/w (3/1) TffltJBLfeo Wil&te/MtKU^AT 

'H-NMR (CDCU, 4 0 0MHz) : «0. 9 5 (t, J =7. 3Hz, 3H), 
1. 52-1. 69 (m, 2H), 3. 24 (dd, J = 7. 3 Hz, 12. 9H 
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z, 2H), 3. 82 (s, 3H), 4. 06 (s, 3H), 4. 63-4. 69 
(m, 1H), 5. 32 (s, 2H), 6. 46 (d, J = 5. 4Hz, 1 H), 6. 
68 (d, J = 2. 7Hz, 1H), 6. 77 (dd, J = 2. 4Hz, 8. 5H 
z, 1H), 7. 37 (s, 1H), 7. 42 (d, J = 6. 1Hz, 2H), 7. 
59 (s, 1H), 8. 14 (d, J = 8. 5Hz, 1H), 8. 43 (d, J = 
5. 4Hz, 1H), 8. 61 (d, J = 6. 1Hz, 2 H) 

mmm 175.- n-x^-n' - (4- {r6 h^->- 7 - 

'i/Xh^y) -2, 5-y^^7xZJl/) frl^T 

M^f (N-X5P;i/-N' - {4-[ (7-kKD + ->-6-^h + '>-4- + 
/U;U) 3-^>]-2, 5-^^7x-;H -7 1/7, 76mg) u 
(138m g), l,2-y7*DW> (0.085m 1 ) 5N,N-y7^MM7S 
H (lml) K»»LMTl8l$IHHJI#Ljfc. Kj£il£4&fc7K&in;JL. {7uu^ 

)\,K--run; -)\, (3/1) «Lf; 0 tll^i/KMthU^A™ 

u «£ET»*ft&a*UT»&nfca$*x— ^im-* (n- (4 

- {[7- (2-7'DtIh + y) -6-* h + y-4- + yij;i/]t+y} -2, 
(I38mg), : E;i/3fcU> (0.044ml) SN.N- y^^MMT ^ H (lml) \Z 

m ffi bS iMl T i 8 fl# M . £ jfc ig ^ 1 1 7k&to?Lt7nn*)l,A-7 p / W - 
;U (3/1) Tifflbfc. ^*Ji£&*«K^MJ£ATft«U fcfcffiTig$££ 

'H-NMR (CDCh, 4 0 0 MH z ) : <5 1 . 10 (t, J = 7. 3Hz, 3H), 
2. 07 (s, 3H), 2. 16 (s, 3H), 2. 53-2. 59 (m, 4H), 
2. 88 (t, J = 5. 9. Hz, 2H), 3. 20-3. 30 (m, 2H), 3. 
66-3. 71 (m, 4H), 3. 96 (s, 3H), 4. 26 (t, J = 5. 9 
Hz, 2H), 4. 7 3 -4. 8 2 (m, 1H), 6. 16 (s, 1H), 6. 2 
3 (d, J = 5. 4Hz, 1H), 6. 88 (s, 1H), 7. 35 (s, 1H), 
7. 40 (s, 1H), 7. 50 (s, 1H), 8. 38 (d, J = 5. 1Hz, 
1 H) 
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^MM 17 6 : N-T4 - ({ 6 - * h*Fzs- 7 -f 3 - (4 - ^^JUk:^? V /) 
-?n-#3ris-\- 4-*/ V )l] -2, 5-y^f^7xZJH-N' -7° 

Mm (N- {4-[ (7-hKD + y-6-^h^y-4- + 7iJ^) ^5y] 
-2, 5-y^Wx=;n -N' -yDtf;P^l/7, 80mg) ,«B6* U ^ 
A (I38mg)> 1, 3-yyDt^n/t> (0.10ml) ^N.N-^^^I/^^A 
75 F (lm 1 ) lc»#LSilTl8NpMift^Lfc. S^^tCzK^Jp^., ^ d 

D^;uA-yn/w -;p (3/i) Timifc. ftmm&mTkmm-i-bvv&'v 

- (4- {[7- (3-7*Ot7'o^y) -6- / h^y-4- + ; 'J^]t+ 
->} -2, 5-y^^7i-;W — N ' -7*Pfcf;^l/7) 
^BS^U^A (138m gh 1 -P<^;i/b 0 ^^^> (0.055ml) £N,N - 5/^3\>l/ 
*;yA75 H (lm 1 ) fcig#l,£jflTl8l$IW»#L;fc. K&m&mzjk&ljaX.* 
y nn*M-7°D/V-Jl/ (3/1) TiiKUfc. W*KJB£&zkfi&&:*- j. y r> 

'H-NMR (CDCh, 4 0 OMHz) : 60. 91 (t, J = 7. 6Hz, 3H), 
1. 50-1. 58 (m, 2H), 2. 07-2. 20 (m, 2H), 2. 12 (s, 
3H), 2. 23 (s, 3H), 2. 28 (s, 3H), 2. 33-2. 70 (m, 
1 OH), 3. 21 (dd, J = 7. 3Hz, 13. 4Hz, 2H), 4. 00 (s, 
3H), 4. 24 (t, J = 6. 6Hz, 2H), 4. 64-4. 76 (m, 1H), 
5. 9 5 - 6. 0 5 (m, 1H), 6. 27 (d, J= 5. 1Hz, 1H), 6. 
95 (s, 1H), 7. 3 9 - 7. 4 3 (m, 2H), 7. 54 (s, 1H), 8. 
42 (d, J = 5 . 1Hz, 1H) 

K*^*fffl (E S I - MS, m/z ) : 5 3 6 (M + + 1 ) 

MMffl 17 7 : N — (2, 4-y7MD7x^l/) — N ' -f4- ({ 6 h 

=^y-7-r2 - (lH-i, 2, 3 - 1 X h^->1-4 

-=fr7'j;H ^>-) -2, 5_^S£2j±ik2^^kT2-klZ 

(N — (2, 4-y7MD7xZJW — N ' - {4-[ (7-th'D + 
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y-6-^h + ->-4- + ;UJW 2, t>V 

T, 93m g) ,mMt)V0lx (138m g), 2- (1H-1, 2, 3 - h U TV— 

— r;u) 4 1 -^>-i?>x;U7*j— h (52m g ) & 

N,N-y7fJ^M7$H (lml) tC^b80 < CT 5 0fP^jft#L7c o KJfo^ 

^{ctk^jpa, ^nn^^A-yp/Nv-^ (3/D -etttBL7c 0 mmm* 

^A/^^Z-^TMIH-r^HPLC^cfcOMML-, Sl^<Z>ft;£-#|£33mg, iR^s 
30%-et#7Co 

'H-NMR (CDCh, 400 MHz): 62. 10 (s , 3h), 2. 19 (s , 
3H), 4. 01 (s, 3H), 4. 51 (t, J =4. 9Hz, 2H), 4. 9 
3 (t, J = 5. 4Hz, 2H), 4. 94 (s, 1H), 6. 28 (d, J = 
5. 1Hz, 1H), 6. 7 5 - 6. 8 8 (m, 2H), 6. 90 (s, 1H), 7. 
36 (s, 1H), 7. 58 (s, 1H), 7. 60 (s, 1H), 7. 73 (s, 
1H), 7. 99 (s, 1H), 8. 08 (dd, J = 9. 3 Hz, 15. 1 Hz, 1 
H), 8. 4 1 (d, J = 5. 1 Hz , 1 H) 

178:N' - (2 -?dP-4- (r6-p< h^~>- 7 - (2 -^e;i^ 

'J^^-» - 4 -^-^-V'U— JU^^rjy] -N, N-^T^Ufr 

VT 

mm (N ' - (2-^nn-4-[ (7-tFo + y-6-^h + y-4- + 
^\/U-;l/) t+y]7xZ^} -N, N-^yWl^I/T, 80mg) ,jek^7J U 
>^A (138m gh l,2-y7'P : &I^> (0.085m 1 ) SiN.N-y^^^^^A 
75H (lml) (C^L^r&Tl8^PM#L7c 0 >KJi&^-&#JtC7K^»0^, 
P^;UA-y°o/W-;U (3/1) TffiaiLfco W^S^MTK^^-hU^AT 

- (4- {[7- (2-7'O^Xh^y) - 6 h^->- 4 -^^-yij 
+ - 2-^DD7l-JW — N, N-z/*^JWUT) £#7Co ^Fam, 
^TJU^A (l38mgh ^E;i/^U> (0.043ml) §N,N-y^f H (l 
ml) fCf&^L^T— Bjfeffi^L/Co ^^W^^n*., ^□□^J^-7° 
DAV-;U (3/1) Ttt/iiLfeo tlI^i7K»h'J9AT^b > «JBE 
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'H-NMR (CDCh, 4 0 0MHz) : 5 2. 58-2. 66 (m, 4H), 2. 
90-2. 98 (m, 2h), 3. 08 (s, 6H), 3. 70-3. 79 (m, 
4H), 4. 02 (s, 3H), 4. 2 9 -4. 3 7 (m, 2h), 6. 97 (s, 
1H), 7. 15 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 24-7. 
26 (m, 1H), 7. 29 (s, 1H), 7. 49 (s, 1H), 8. 36 (d, 
J = 9. 3Hz, 1H), 8. 6 0 (s, 1 H) 
K*##fte (E S I -MS, m/z ) : 5 0 2 (M + + 1 ) 
^Mffil 179:N' - (2-^DD-4- {f6-^h^'>-7 - (4 

VT 

(N ' - (2-^nD-4-[ (7-tFD + y-6-/h + y-4- + 
t'/'J-W ^y]7i-JH — N, N-y7f;^l/7, 80m g) ,jKBt* 'J 
^7A (l38mgh l,4-y7'D ; E7^> (0.12ml) ^N.N-y/^MMJ 
5 F dm 1 ) {c^t^igTi8R#P^«L7c 0 ^^W^K^nA, ^on 
^A-yo/V-^ (3/1) TffifcHLfc. tll^i7«th 1 J7AtS 
«U MJET^£f^LTf#£nfc3^££x-^;i>T#fc#U 4»W# (N ' - 
(4- {[7- (4-7'D ; E7l + y) - 6 - / h + ->- 4 - ^yj-^ 
->} - 2-70D7xZJW — N, N-iS*?-)lryu~7) £?#7c 0 
JoWA (I38mg), ^r^*U> (0.043ml) £N,N - y/fMM75 K (l 
ml) fc$gfl?LS£ifiT— GfeSMfcLfc. £JE&*g£-^K:7k£;lra;L, ^ □ n*;i/A- y 
u;\J-)V (3/1) TtttliLfco h U "7AT^b, MBE 

t m £ % * l t m e n tc gg $ s ^ p □ * ; u a / * 9 / - >v t jg -r -5 hplc t c 

ckO**8SU 35jH©{b-&4fc£47mg, iR^44%Tf#7c 0 

'H-NMR (CDCh, 4 0 0MHz) : 5 1. 6 7 - 1. 7 7 (m, 2H), 1. 
9 3 - 2. 0 3 (m, 2H), 2. 3 9 - 2. 5 0 (m, 4H), 3. 67 (s, 
6H), 3. 6 4 - 3. 7 5 (m, 4H), 4. 0 2 (s, 3H), 4. 2 1 (t, 
J = 6. 6Hz, 2H), 6. 97 (s, 1H), 7. 16 (dd, J = 2. 7H 
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z, 9. 3Hz, 1H), 7. 26 (s, 1H), 7. 28 (s, 1H), 7. 2 
9 (d, J = 2. 7Hz, 1H), 7. 48 (s, 1H), 8. 36 (d, J = 9. 
3Hz, 1H), 8. 5 9 (s, 1 H) 

MMffl 18 0 : N' - (2-^an-4- U6 h^->- 7 - (4 - bf' J g£ 

- 4 7xz;i/) -N, N-^^l/fr U 

7 

mp[ (N' - { 2 -^PD-4 -[ (7-th*D^->-6-^h + y-4- + 
t7U-;P) 7 xz:;H — N, N-zS^^JUVUT, 50mg) 'J 

■>A (I38mg), 4-^DD^^HfiJy>MI (49mg) £N,N->^^;i/ 
• *M75 K (lm 1 ) K:?£^L^Tl8lH|p B 1if#L7to SJESii^f'TK^SDA, 
^□□^A-7°DAV-J1/ (3/1) TfflttiLrco W«8SS:«S7K«eK± hU^> 
A V , iffTi§i L Tf# S n7t^ J^^oo A/ ^ y 

'H-NMR (CDCh, 4 0 0 MHz) : 53. 07 (s , 6h), 4. 07 (s, 
3H), 5. 32 (s, 2H), 6. 97 (s, 1H), 7. 15 (dd, J = 2. 
7Hz, 9. 0Hz, 1H), 7. 26 (s, 1H), 7. 29 (d, J = 2. 7 
Hz, 1H), 7. 41 (d, J = 6. 1Hz, 1H), 7. 55 (s, 1H), 8. 
37 (cl, J = 9. 0Hz, 1H), 8. 58 (s, 1H), 8. 63 (d, J = 
6 . 1 H z , 1 H) 

Si^ffl (E S I -MS, m/z ) : 4 8 0 (M + + 1 ) 

nifoMl 8 1 : 2- (T4- (3-^PP-4- (r (S^^PT $ / ) 

(N' - {2-^7PP-4-[ (7-t h + y-4- + 

t+y]7x~JH -N, N-v^^l^l/T, 50mg) ,«fit* U 
•^A (l38mg), ^'p^g^X^^ (49mg) $N,N-y/f J^M75 H (l 

yp/\V-;P (3/1) TtttBLfc. #M^M7K^± h U m 



WO 00/43366 



PCT/JP00/00255 



- 160 - 

»C «fc 0 ffif$8 U ^I0fb^$37mg, 4X4*60% T#Jfc. 
'H-NMR (CDCh, 4 0 0MHz) : 53. 07 (s , 6H), 3. 82 (s , 
3H), 4. 06 (s, 3H), 4. 87 (s, 2h), 6. 97 (s, 1H), 7. 
14 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 18 (s, 1H), 7. 
29 (d, J=2. 7Hz, 1H), 7. 54 (s, 1H), 8. 36 (d, J = 
9. OHz, 1H), 8. 6 0 (s, 1 H) 

»jl 82 : N' -r2-^cm-4- ({6-^h4^>-7 - f3 - (4-j* 

WM (N ' - {2-^PP-4-[ (7-hFn + y-6-^f^y-4- + 
^-l/'J— ^y]7irM — N, N - ^pC^tf 1/7, 400mg) 

(966m g), l,3-y7'n^7 t nA> (0.5 lm 1 ) £N,N - i?*?-)V&)l 
(5ml) L^ST18»#PbU£# L7c. EJS&2E^to£7R£JnA., £ 

nnMA-7'DA7-^ (3/1) TffimL-feo ^T»Ji&«R7fcWEit^-hU^A 
T$£j®U «JEET»IKSfil*LT»6n«:aSSrX--'5 t ;i/ , T?ifc^b, (N 
' - (4- {[7- (3-7'D ; E7 5 n^-» -6-^h=^y-4-WiJ- 
-2-^DD7i-;W — N, N-y^f)l/>7l/7) £398mg, IR 
^78%T#7to "fKH* (51mg). 'J (l38mg) , l-^JUf^v 5 

> (0.055ml) &N,N-y/^MM75H (lm 1 ) £}gfi?L^iaTl8l#lffl 
»#LL £Jfcfl£$J{;:7j<£2ra*_, 7DO*M-7 , 0/V-JP (3/1) T«& 

'H-NMR (CDCh, 4 0 0MHz) : (5 2. 06-2. 16 (m, 2H), 2. 
29 (s, 3H), 2. 30-2. 60 (m, 10 H), 3. 07 (s, 6H), 4. 
02 (s, 3H), 4. 25 (t, J = 6 . 8Hz, 2H), 6. 96 (s, 1H), 
7. 15 (dd, J=2. 7Hz, 9. OHz, 1 H), 7. 29 (d, J = 2 . 
7Hz, 1H), 7. 30 (s, 1H), 7. 48 (s, 1H), 8. 36 (d, 
J = 9. OHz, 1H), 8. 59 (s, 1 H) 
Sl^tffi (E S I —MS, m/z ) : 5 2 9 (M + + 1 ) 
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mMMl 8 3 : N' - {2-^cm-4-r (7- (3-r 

7x-;l/} — N, N-y^f;^l/7 

JBW (N' - {2-^DO-4-[ (7-tFo + y-6-^h^y-4- + 
^-l/U— ;P) t^y]7i'JW — N, N-^^^;i/^l/T, 400m g) 

(966m g), 1, 3 - Dt^n A°> (0.51m 1 ) £N,N - 
A75 H (5ml) tC*#LS[iaT?18l^Mit^Lfc. SJSM^fCTKfcflD*., £ 
□ O^Jl/A-7°DAV-;i/ (3/1) TtttHLfCo M5i«th'J7A 
T$£$U «JETi§ii*e*LT#&nfea$*X— r-;UT?»5#L, 4>W#: (N 
' - (4- {[7- (3-7'Dt7'D^y) -6 - ^ h + y-4- WJ' 
;l/]^-^~>} -2-7D07i-j[/) — N, N~V^^)V^U7) £398mg, JR 
^78%Tf#fCo (51mg), ^mtJV^A (l38mg), 2- (^5^7^/) 

X^y-;P (0.040ml) &N,N-y^fMM7SK (lm 1 ) KlJgfiPLM 
T?18R£IHI»#L£. RJSiE£-0!Jfc7K£in*.. 7nn^A-7°n/\v-^ (3/ 
1) TffltBLTto WflBJBSfcSTMffiK?- h 'J 7AT^iL, MffiTill^giLT 

'H-NMR (CDCh, 4 0 0 MH z) : 6 2. 0 1-2. 11 (m, 2 H), 2 . 
25 (s, 3H), 2. 52 (t, J = 5. 1Hz, 2H), 2. 61 (t, J = 
7. 1Hz, 2H), 3. 03 (s, 6H), 3. 57 (t, J = 5. 1Hz, 2 
H), 3. 98 (s, 3H), 4. 23 (t, J = 6. 6Hz, 2H), 6. 92 (s, 
1H), 7. 10 (dd, J = 2. 7Hz, 9. 3Hz, 1 H), 7. 24 (d, 
J = 2. 7Hz, 1H), 7. 31 (s, 1H), 7. 44 (s, 1H), 8. 3 
1 (d, J = 9. 0Hz, 1H), 8. 54 (s, 1 H) 

mmmnm (e s i-ms, m/z ) .-504 (m + + 1 ) 

HMffi] 184 : N- (2-^DD-4 - { [ 6 - ^ h 4 1 7 - (3 - b?^U >V 
^□j^Sy) -4-^-j-V/Uxjl/] ^->} 7xx;U) — N ' -/fJP7U7 
N-(2-yDD-4-[(7-hHO + y-6-^ h + ^>- 4-+t'/'J-;W 

^>'] 7x-jh — n ' -^^i^ut (2. og) £N, n-^^MsJU 

A75H (5 0ml) h U 7x"M77^ > (2. 8g), tX'Jy 
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/7'D/V-JKO. 9g), ylfjl/T^i^y^-h (1. 9 g) 
iDL7to 2 mffl^i&-CmW&. h'j7x-J^7^>(2. 8g), tf^UvV 
7'o/\V-;U (0. 6g)> yi^l/T^Wy^-h (1. 9 g) 

— (dcfc OHIL, tl©ft:^^6 5 0mg, «2 5%T#fc 0 

'H-NMR (DMSO-de, 40 0 MH z ) : 5 1. 3 7 - 1. 4 3 (m, 2H), 

1. 4 3 - 1. 5 3 (m, 4H), 1. 9 6 - 2. 0 0 (m, 2H), 2. 29- 

2. 50 (m, 6H), 2. 68 (d, J=4. 6Hz, 3H), 3. 97 (s, 
3H), 4. 23 (t, J = 6. 3Hz, 2H), 6. 8 2 - 6. 8 5 (m, 1H), 
7. 23 (dd, J = 2. 7Hz, 9. 0Hz, 1H), 7. 38 (s, 1H), 
7. 47 (d, J = 2. 7Hz, 1H), 7. 54 (s, 1H), 8. 07 (s, 
1H), 8. 17 (d, J = 9. 0Hz, 1H), 8. 55 (s, 1 H) 
KMftVrM (E S I -MS, m/z) : 5 0 0 (M + + 1 ) 

MMM 1 8 5 : N- (2-^DP-4 - {[6 - * h^->- 7 - (3 - fcf^'J 

ypj^x) 7x-Jl>) -N' -x^;i/^i^y 

N-(2-^nn-4-[(7-th'D + y-6-^ 4 -^VU 

-N' -X^;|/^7l/T (2. 7g) £N, N--J^^)V^)l 
A7$H (3 0ml) t:^?L, h'J7iZM77^>(3. 6g), fcf^Uv? 
yyn/W-;i/ (l. 2g)> yX^7 1 /y^M^y7-h (2. 4 g) £££ 

iinLfc„ 2 mmMiML-cffl.W&, h'J7x-;^77^> (3. 6g), t:^u>v 

yo/V-Jl/ (0. 8gh yiwy-y^^+yy-h (1. 9 g) £W 
ZuufcjlA/stf J— Jl (20/1) ~vmffl-TZ>~> , Jfiy)l'?n~?hlf77'{ 

-CiOffiil, ^mcOit^^l. 5g, »4 2%Tf#fc 0 
'H-NMR (DMS O— d 5, 4 0 0 MH z):<51.08(t,J = 7.0Hz, 
3H), 1. 38-1. 41 (m, 2H), 1. 4 7 - 1. 5 3 (m, 4H), 1. 
9 5 - 2. 0 0 (m, 2H), 2. 31-2. 46 (m, 6H), 3. 10-3. 
17 (m, 2H), 3. 97 (s, 3H), 4. 23 (t, J = 6. 3Hz, 2H), 
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6. 96 (t, J = 5. 6Hz, 1H), 7. 23 (dd, 3 = 2. 7Hz, 9. 
0Hz, 1H), 7. 37 (s, 1H), 7. 47 (d, 3 = 2. 7Hz, 1 H), 

7. 54 (s, 1H), 8. 02 (s, 1H), 8. 19 (d, 3 = 9. 3Hz, 
1 H), 8. 5 5 (s, 1 H) 

R*##HI (ESI -MS, m/z ) : 5 1 4 (M + + 1 ) 

»ll 8 6 : N- (2-^DD-4 - {[6 - ^ b^tzy- 7 - (4 - b? U v^j* 

b±is) -4-^yj;i/] j^vj yx.-ji) -n' - (2, 4-> ? 7;^p7 

N- (2-^DO-4 - [(7-hh'D + y-6-/h + y-4-^yjJW 
4^>] — N ' - (2, 4-y7KP7i-;W ^l/T (5 5mg), 

mmts (62mg), 4 - (^DD^fJl/) tf'J :?>iftB6*fi (2 2mg) & 

N, N-y/fM;i/A7 5h* (1ml) fc*<SP L 8 0 °CT 1 mfflfitft L£. ft* 

'H-NMR (DM SO, 4 0 0MHz) : 3. 9 8 (s, 3H), 5. 4 1 (s, 
2H), 6. 56 (d, J = 5. 1Hz, 1H), 7. 04-7. 10 (m, 1H), 
7. 2 5 - 7. 3 7 (m, 2H), 7. 4 7 (s, 1 H), 7. 4 9 - 7. 5 2 (m, 
4H), 7. 55 (s, 1H), 8. 08-8. 15 (m, 1H), 8. 24 (d, 
J = 9. 0Hz, 1H), 8. 49 (d, J = 5. 4Hz, 1H), 8. 60-8. 
63 (m, 1H), 8. 81-8. 83 (m, 1H), 9. 30-9. 31 (m, 
1 H) 

»S##HI (E S I -MS, m/z ) : 5 6 3 (M + + 1 ) 
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mmmmhtco ^^^)vx)v^^^\zmm^^t^m.mn^^^)v\zmM\^ 
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1 Growth & Differentation, 7, 213-221(1996), "Flt-1 but not KDR/Flk-1 tyrosine kinase 
is a receptor for placenta growth factor, which is related to vascular encothelial growt 
hfactor")£ 5 %&zMfiX^ >*3.'<-$'ft\Z&^T 1 0 % V v'Jj&ffMlf if D 
MEMiM (GIBCO BRLtiDiA) T 5 0 ~ 7 0 %H>~7 )V3L> V t. 
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p^4^) -4-^^-v/U— 7oi-;u) — n ' - (2, 4-^7;ix 

(164) N-[2 -^DD-4- (6-*h*~>-7- {[3- (4-^;i/tf 
^>V) 7°0^y]-4- + ty i J-JH 7ji-)1]-N' - (2, 
4-y7MP7iZf) 9 1/7, 

(165) N — {2-^PP-4-[ (7 - { 3 -[ (2 - fc h'D + yX^) 

^;u) T5/]7"o#+>/} -6-pt h + 5y-4-4 l ^-yU— ;w ^-^ris]y^~ 
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